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(57) Abstract: Drugs having inhibitory activity against NF-tf B activation, containing as the ac- 
tive ingredient substances selected from the group consisting of compounds represented by the 
general formula (I), pharmacologically acceptable salts thereof, and hydrates and solvates of both: 
(I) (I) wherein X is a connecting group whose main chain has two to five atoms and which may be 
: substituted; A is optionally substituted acyl (exclusive of unsubstituted acetyl and unsubstituted 

acryloyl) or optionally substituted Ci^ alky I, or alternatively A and X may be united to form a ring 
structure which may be substituted; E is optionally substituted aryl or optionally substituted het- 
eroaryl; and Z is arene which may have a substituent in addition to the groups represented by the 
general formulae; -O-A (wherein A is as defined above) and -X-E (wherein X and E are each as defined above) or heteroarene which 
may have a substituent in addition to the groups represented by the general formulae: -O-A ( wherein A is as defined above) and -X-E 
( wherein X and E are each as defined above). 
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(57) 

Tie-as:^ ( i ) : 
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(I) 



All, m&m&&LX^XbJ:WTi/si>m (fcfcU Mg&OTi-:fvi^&t#& 

-x-e os;«f» % x5.a*E{t±i2^<hi^g-efca) -c*$ix5S©^$e>tc 
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*&mtt. j^z-m^y (iD-i , il-6 viL-8, mmnzzm 

* (tnf-o) -&z<D&ms&>( h*4^<om±mimmfc%RxfiNF--KB 

-Y h^-T VT-fe5^ >-*-ta^3rV (IL) -l^.TNF-o (JffiMRJEH^) 

f k b tmzhzz thhz) tmttix^z>?^s<?Kxhz> ( r^wy 

* • 7fyX- Iff— ^ (Nucleic Acids Research).!, (3SB), 1 9 8 6^, Jg 
1 4#, ^20f, p. 7897-7 914; r=i — K ■• i/f . . 
f Sl/#i?T • *y • ?$->"r-< f^r^y • ^tnv?- (Cold Spring Harbor 
Symposia on Quantitative Biology) J, OfcH), 1 9 8 6^, f5lt, ^lft, 
p. 6 1 1-6 24), 

rcDNF- K Bflp65 (Re 1 Ait)»t5-) t p 5'0 (NF- K B- 1 H 
tlftt I - k B fc*t#U ^SffiSt LTttfl:#St5o I - k Bf*££ 

V 
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o^Vh (Genes & Development) J , (^ffl) , 1 9 9 5^, I9i, I2 2f, 
p. 2723-2735) 0 I - k B /5>P>8i*l7cN F - k B (i^^^rt^ 

f?u nf- k B<Dnmmwzi&^yv*-?-mmz.®i&i-z>ztK£<9 , m 

1 9 9 7^(d^o-C, I-jcBO!) ^^fc^M-^l-^ V ^mmm (I icB^t 
— \fbfoLX I KK<bB&$il5)7)^^$H7c:(rT^('^ir > -(Nature)j, (£H), . 

1 9 9 7^, I3 8 8t, p. 5 4 8-5 5 4 ; T-fe/U (Cell)j, (*ffl), 19 9. 
7^, ^90i, 12^, p. 3 7 3-3 8 3) „ I KKlCftSVMC J: < 

3 IKK- a (I KK1 bh%fi-fZ>) (IKK2ittt?)) 

ft-r5-£3 s &e>;ft/-C^-5 ( \^^y7, (Science)j, (*S), 1 9 9 7^, H 

2 7 8% p. 866-869 ; F-fe/U (Cell) J, (*H), 1 9 9 7% 19 1% 
^2-^-, p. 243-252) o 

%uK<DftmmFffcnfe£tix%>v % c^nf- * BS^bWJjct^t^-c 

£><5i tl-CV^ 6 ( flM^* (Science)j, (*@), 1 9 9 4¥, II 2 

6 5t, p. 9 5 6- 9 5 9) . $5>t, T^eD^lil icB*t-f T?jb5 I 
KK-^tCATPir^bT^r^^-g-U. I k B <D V l^mit^m^ Z> ^ b 
X\ NF- K B©il, mmbZ$QMLX^%Z.bfrWtbfr\zt£<>tc ( r^^^ 
^- (Nature)j, (5SI1), 1 9 9 8f , I3 9 6t, p. 7 7-8 0) „ -boi: 

TXt'V h N F - k B ?gtt^«Jf^ffi £W C t #8 £>a>Kfto 

•&t5;itiotNF-ic BS^4'^b?^«JUTV^S^(^i^x1'a:V^.(Science)J, 
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(*S), 1 9 9 5f, M2 7 om, p. 283-286), Ji^2E©itI^ mit 

k Bjjl^If^ffi ^T^bTV^Si 5 ( f^t-t^-t^-fA/P^- (Journal of 
Immunology)], (#ffl), 1 9 9 9¥, H 6 2t, ®4f, p. 2095-21 

0 2) % !Jir*BiJfPffi^*«ifc^bint>*»tt^K:t*ji$'&v\ N 

f - k B^mm^M t urti, «*tr.y $ ^^^f* 11-5123 

9 9 -3-45tf(U ri?^r— ^ • is-T^tr 5: * M> — (Journal of 

Medicinal Chemistry) J , (#S), 1 9 9 8^,j4lt, H4#, p. 4 13- 
4 19), ^^^mmW (#H¥9-2 2 7 5 6 1 , -fy^/ 

ft&ft: (#|H¥ 10-87491 -§-<£$) > ^ ^ENM* 00/ 
0 5 2 3 4f/^71/$' H . rcaK*^y^>f *>VC, D&tf ^©^^fr (# 
10-45738 &0 y 9 • 7^ K • * 7 4 ft 

;V>r % 7- b y * t^ — X (Bioorganic & Medicinal Chemistry Lettters) J, (|£ 
H), 2 0 0 0¥, HOI, ^9#, P- 8 6 5-8 6 9) d 5 £fl ^>t^"CV>-5 0 

LxukmftttM* 3 5 8 4 4 3-%mMmz.mmf&m&^fflk vx(om^^h^ 0 

EUt L-CttBkWttHFlSO 2 2 12 11 ^M*, tfBBBg 6 2- 9 9 3 2 
9#^«. Jtrj?^H#^FB6 1 1 7 8 5 9 ^Wiln*fcft&£SI£ LX t LT©i 
ffl^M^9 9/6 5 4 9 9^71^? h MfiN F - k B filtffffl 

g^B8$0 2/4 9 6 3 2^V7l'j' McttN-T U — /HMI K^3t 

ft Sr-g-tf KKbW!) NF-kB RMTflM! 

ttTV^^, t y —)V(D O— fiL^ftt^V^Tf^N— g|&-^ y "f~J}/T ^ 
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tt5N-7x=/l-t!JW^ b*m^fct LTte, H^li^O 2/0 7 6 9 
x 8 ^y 7U; , Msn^£tvcv^ 0 ffl^Mmo 2/0 5 l 3 9 i^^yy 

(1) TIB-^it (I) : 
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-X-E (5£*K X&t/Ef*±15£il£P«T-&5) T*«tL5S<7)ftil^^b^ 

H H H H H 

C-N — 1 11 11 

„ V — C-N-C— — C-N-C-C— — C-C-C — 

O H ii i i iii i i n i i 

u " O H H O H H H O H H 

H H O _ O 

_ C _ C =C_ — C=C— — S-N— _ — N-S — 

u 7 . HO- L 'A . 

OH H • OH' H O 

H H 

—C-N— — C-N-N=C— —C-N-C -C-N— ? _N N "u 

ii n l I ii I i ii i u HO. 

H H • OH H. OHHOH. M ho. 



— N-C-N— —C-N-N-C— —c-N-N-C— ~?,~°' 
i ii i ii i i n r. , i i i 

H O H OHHO. o H H H 0 



— C-N-N— — C=N-N — H >- N " C - 

O H H . H H H O . 



H 

N-C— 
O 



(3) XiS, TfEiS : 
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C— N 

II I 
O H 

(4) auk Ttzw&mm<o : 

mt&mmcoi m^m^vx^xhx^m^m-^^-^m. mmm^ 

£>?Wl£tL5S (7c7cU if ^CDTtf ;wSlt;itt07^ y Viy()V^ 

(5) gtz3s. c 6 ~c 10 ©7i/-y (ir^yit, 5t-o-A (it<K Ate 

(i) Kteftzfemtmmxhz) rx/^-x-e x^e^-. 
(i) ic&vzfemtmmxhz) xmztiz&vmztsh^m&mttL 
x^xhM xhzfc&mRxfimm^mfcw&zhzzv^ fm^ti?,© 
7k%v®Rvm-m%i®fr h * o m* bmtfti zmw* 1 1 x^-tf ±iaw g 

(6) atZ.^S, 5S-0-A (5£<K A (I) ^*JJtS^«iPH|-C&5) 

jt^-x-E (5£*. xiotEtt-us; (i) ^*5{t5^t«-efc5) x 

mm^mmm & tis torn., ^.m^n h (oimmRximmM^ <b ttzm* 
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(7) mziK &.-O-A (5£"K AYi—IB&t (I) KtsftZfemkm&T'hZ) 

(8) mZAK &.-0-A (5£<K Att-JR5S; (I) \z.&ttZ>m&tmmT-3bZ). 

rxi^-x-e os*. xxr/Ett-jKS: (i) fci&ttsjt^I^T-fcS) -e 

(9) E#* gftg£:£LTV>Tfc«fcV''C a ~C 10 ©Ty— Xteg^SS: 

# l -c v * -c t> £ v * 5 « t y -^st* 5 it^Rumm^m^^ £ *l 
(i o) e^, s^S^^■b-tv^-rt ) i:v^7al^^£-e$>5'^b-a'#»S.u ; ma^ 

(11) e^ 3, 5-tf* (h y ?as*xi*?-a>) y^^mxh^it^R 

(12) EtK m&mzftvx^xhx^Tsy /pmxhzit&mAxtmm^ 
s«jo«^^e>tt, ±iso (i) ~ (12) <om.t&<Dmi(Diiib<D 
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( 1 ) TfB-iK ( I - 1 ) : 




iZ 1 ^ ^-O-A 1 OCT, A^ifa^atPiiT'fcS) Rt«-CONH 
-E 1 E' 1 r±±»»fcPI«'C«>S) 

-5) WS-CONH-E 1 (5£*> E^iia^irP^X-feS) -C*$tl,5g 
(2) A 1 ^ N, N-^I^^/^-f/H (i*/^ ; e^/vS©2o©i^ 

(4) A 1 ^ 5 , a&SSr^LTlMr'b &^7*-*7*- /^Vh^±Wit^ 
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(5) SIZ 1 ^ iS-O-A 1 (5£«K A l te-m& (1-1) K&tfZfeMtm 
mX'ho) r^-CONH-E 1 (:£<K E l ti-~tBt& C I - 1 ) lC*3tt53&g 

(6) HZ 1 **, ^-o-a 1 (5*<K A^-JK* (i-D fcfcrtSJfcHiRI. 

(7) iZ'ii, ^-O-A 1 (5£<K A l tt-«5£ (I-D fc*5»t6^«tlSI 
gTCfcS) M^-CONH-E 1 (5£<f, E x tt-jRa; (I-D Kl*5rt*5&« 

(8) E 1 ^ g^S^ ; ft■l-XV^-C 1 ^>J:v^7^^;^ST*fe5±lE^^Mb< 

(10) E 1 ^, 3, ( h V 7 7^=/WS-Cfc5±IB© 

(11) E 1 ^ gjfeg£^LTv^Tfc£v^7>'y;i'£^fc3±ffi<0fc£-fe ; E 

aio«^e>w:s ±«© (i) ~ (id ©£*iefL xntfttxD 
(i) ~ (ii) ©-a-4fe^u<B: j eo^ x{i ; et^fe^7K?pti^ : b< tt-t*te>© 

*JSHWfe©4WB ; ±1B<e> (i) ~ (l l) ©£-«i^L< jLtthbo 
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m&m-rzmm ; ±b<d (d ~ (id 

T\ ±iaO±|BO (1) ~ (ID <D&#I%L< tt-fcOtfiL Xtt^tL&OTKSl*! 

*|g|g^Sl^fOfc*{C rglR^BBHP 2/4 9 6 3 2^y7Uy hj ©1*1: 
#BRi"S^i:f4^rffiT?*>5. -UE rB&4Hfl$0 2/4 9 6 3 2t^7l/y hj 

jwe^ w*&:m&*<D^-rin&m^xi>£\<\ 

oi«L<te2M<£#^5£^{fc7k#S; ->^7^i, -7^7^^ 
X, nT/u^7^v ! ^=/^. -7^n7^/i'-7;!/*/vS> ^n7;^l/ 

rr/V=3r/W*J fcLTtt. 0l;fc«U *?7K =*7vK n-yntVK 4V"f*V 
/K n-y^/K ^77'f/K s e c-^^K t e r t -:7*5vK n.-^V^ 
-fy^V^-zK 2 - fvlO^fTK 1 -^A'^/K ^^l^vK 1, 
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/K 3 -^x/W^y^vK 2-*fvW<y^vK l-tJ-fl^O^A'* 3, 3- 
^f/^f/K 2, 2 - 3vK7xvK 1, l-v^x/i'^/K 1, 2- 
v^/l^^/K 1, S-v^x^x/K 2, 3-^7/W?vK 2-^5=- 
/vzff-fr, 1 -^jvf^tv^ 1 -i^vu- l-^f/V/n tVK n-^yfvK 
n-^fvK n->=/K n-f^K n-^r^K n-Kf^/K n- 

/K 7?-3-^y- 1 2-^y- 1 ->OK 1- 

^f;i/7 p o/-?-2-xy-l — f/K ^y^-l-my-l — f/K ^>^-2 

1 -^/w^y^- 3 -my- i -^r/K^y*- 4 -my-i --r /v. 

3-pt^V;7^-2-my-l ->f/K 3-^^/^^-3-31^- l 
^•0— 1 -aiy- 1 -^T/K 2-3i^-l->fvK ^dMr-3-my 

^^T- 4 -my- 1 4- 

t=f-jv^s$- 3-iy- i f/K 4-^7/w^y^- 1 --T/K 

1 -my- l ^y^-6-my-l-^/K ^ 1 -my 

- 1 f/u N /t-i-iy-i-^ /-r- 

8-m^-l — f/K 777- 1 -xy- 1 --f;K 9 -m V- 1 — f /K 

!)yfi/-i-iy-iW/K >)yf*- l o -my- i — ok Kx 77 - l 
-mV- l ->f /K Kt*-11-i^-1-^^ hDf^-l-xy-l- 
-f/K h y 7 77-1 2-xy-i-^/K 7^77^-1-^-1-^^ 7 
h77*-13-xy-i-^/K ^y*77J- 1 -m>- 1 -vf/K ^y^7 

^n/-?-2 — fy-i-fyv, — fy-l-'f/K 7*^-3-^y-l 
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-<>-^- 4 V- 1 — f/K 1-^-1 ^3rf— 5 --f > 

-i-^C^ ^y^- l -^f 1 --OK ^"79 — 6 -^f>- 1 — f /K #9 

^-i-^^-x-^-^^ 7— r ^- 1 —f/K a-*— i-^^-i- 

-f/K 8 — f I'-l — T/K 7*#- 1 — f 1 x*-9-^>- 

- 1 -4 As^Wfft— 1 — T ^~ 1 /K^f # - 1 0-^^-1 A\ . 
K^*- 1 — ( is- 1 ->f/K Kf**- 1 1 r>- 1 — f>K h ]) 1- 
>f>--l-' f/K h!)f*-l 2 — r>-l— f/K rh7f*-l — r^-i 
-/f/^r l>7f*-l 3 --f 1 -W/K^^^x*- 1 1 A\ 

rr/i^u-v-Xj t itii, ^v:^ i-^ 

2 _^ /K ^fy- 1 , 4-e^f/K ^^*>--l, 5-*M/K 

1, 1, 1, 4, 4-rF7^f^^y-l, 4-^-Mf©C 

^-1-^^-1, 4 -SM/K ^^-2-^^-1, 4-vV 
;W 2-^f^7 , ^V- l, 3 -v^/K ^^^-2-31^-1, 

rr/v^yx>Sj £ lth\ ^ufy, ^y^, ^n^yfy, 
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**3» jbia rv^or/^/vsj it, ^oa>m, -r?* v^nrntmni-x^ 

Tt>i<, F!lxLfi\ 1— 2— TV^=/K 1, 2, 3, 4-Tf7 
t Kot7^^-l-^f/K 1, 2, 3, 4-f h7tKot7^l/y-2- 

-^o7°f^-l-^/K 1 3-^n^^-r 

1 — -f ,1^ 2 — n^^-fc^ — 1 — ^f/K 3 — o^-^-feV— 1 — ^C/K 
1 - ^oyry- 1 T/K 1 n^^y^- l -^/^(7)C3~C 6 ©>> 

fc*5, ±12 rs/^ uT>\<>t=.)\>%\ it, stls-H^Wt, t7>uyg§iiSLt 
V^tJ:<, l-> f^=/K 1, 2, 3, 

7tKot7?vy-l-^K 1, 2, 3, 4-fh7tKnt7^V'y-2 

^-l-'f/K 2, n^-^f-^v 5 ^^- 1 -yf/U, 2, 5— is? v 

;K l-v'^a7 0 nhVuxf;K 2 n 7*0 fcf/l^^vK 3 —*s9 n^n tf 
^7° u fcVK 5 - ^ ufu fcVw< >"?VK 6 - 
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v _ 1> 3-vMVK ^n^^V-1, 1 

-iM/K 1. 2-vMVK ->^D-<y^v-l, 3-v^K 

1, '>^n^^y-l, S/^ntf-^V-l, 1- 

/K 2— S/'^o^-t^- 1. 2-vMVK 2— S^n^-fc^-l, 4-v^-f 

l-v^n^y-r^-l, l-v^n^-fc^-l, 2-v^-Y/^ 

<Z> C 3 ~ C 6 <D i/ ? n TAsfr =■ W ^Stf^tf b *L5 0 

1— i-'TT-A'* 2-t7^/K7yh!);W>7xtVMJ^ 

±ia rry-/wSj ft. ±ia rc 3 ~c 8 oy^n7;i'«j, rc 3 ~c 6 
©v/^D7;V'7-^iJ, Xfi r c 5 - c , o o 7^* y i^x^Sj 
ft-cv^'bJ;<, 1, 2, 3, 4 

-X hyt Knt7^UV-5-> f/K 1, 2, 3, 4-fh7t Kct7^V 
^_ 6 — f, K 3 -7tt7r^K 4 -T-fe^-^^-zK -f >X>-- 4 /K 

-7V n 5-7xfl/-;K 6-7itl/=;K 7-7itW^K 
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rry-i/^Sj t Lttt, 09*.fi, l, 2-7s=^, i, 3-7^-u^ N 

1, T-^W-l, 7— S?W*\ t7^uy-l, 

7-7^1/^-2, 7-7^1^^-2, 7"7 

^l/V-2, 8-vMVK T^h^i?:/- 1, ©C 6 ~C 14 ©7!) 

A^77K i?7x=^fA', l-7x^f;K 2-7x^f;K 1- (1— 
rc^/K 1- (2— ^3FvK 2- (1-7-7^) ^fvK 
2- (2-7-7^/W) ^^/K 3-37^^/K/n fcVK 3- 7" 
pfcT/K 3- (2-7-7^/b) 7"ntVK 4-7x=^7*f/K 4- (l—t7 
fvW 4- (2— t7^-M -77- As* 5-7x=^Vf/K 5- (1 

-t7f /U) ^^^K 5- (2-7^7^/^) 'O'fvK 6 -71-;^^^ 
6- ^f/K 6- (2-^-7^/V) ^'7^WC 7 ~C 16 

©77 A«¥ A'2Ei& s W b ft 5o 

ras«ats«flHk**j ttm tf^* [2. 1. 03 -j^^k 

tfv^P [2. 2. 1] ^7*fvK tfv-^n C2. 2. 1) ^"^ fvb\ TP"? Is 

r^tfctjHS:ttfldc*«j % <bLT{*. fllfctf, *t°n C3. 4] ^TVK * fc" 
D C4. 5]f*— 1, 6-5?:r:=/Hf©*J&*¥tf 
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>K h y ^ =?vK ^ p ci p« fvK .n p y fvK b y ^ p p 5vK 

:/e*7*?7K ^'p^^/K Ml^n^f/K 5?a— 
5vK Mla-hVf^ 2, 2, 2 - F !) /K ^<y^7;^nx 

^/K 3, 3, 3 - h y tf/K T'n f/K ^-7*$? 

3 feo/N p ^jp^-eeifeS ftfcc ! ~ c 6 ©E»(iMI^©^ ^yft 

t> i fli-^tf^^xft^^^^pT y — tt) ? ^u^ at^Srflififc-fsiR 

^1M3 < t> 1 fi-a tf W^X^^'&^^^W^-x p SIS 

r^^7 i PTy-/^j atit fiJx.{€> 2-^y/K 3-yy/K 2- 

^si^/K 3-^=-/K l-fc'py^K 2-t'py/K 3-tfpy/K 2-a- 

^-y-^/y/K 4-^-^^y/K 5-^^yy/K 3— ry^f-yy/K 4 

5_^Tyy/K 3 — ryfryy/K 4— ryf-r^y/K 5-^yfr/y 
/k 2-> r^^y*y/K 4— r^y/y/K 5— rs*vy 
/k l-f^yy/K 3-^77"y/K 4-t°7/y/K s-.t^yy^K (1, 
2, 3-t^t-yry-/i') -4->t/k (1, 2, s-t*ti?7^) -5 

-> fA\ (1, 2, 4-W^7y-^) -3— T/K (1, 2, 4 
7/-;l/) (1, 2, 5-t*tv?7y^) -3— f/K (1,2, 

S-^-^rf-^ry-zL') -4— f/K (1, 3, 4-^t^ry-/v) -2 --f 
(1, 3, 4-*^^7'y'-/U) -5— f/K 7?1f=/K (1. 2, 3- 
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(1,2, -5— ok (i, 

2, 4-f7S?ry-A') -3—OK (1, 2, - 5 f 

/K (1, 2, S-7T*JT*/-/l>) (1, 2, 5-fT^7/-;V) 

-4— T/K (1, 3, 4-f7^7/!i;l') -2-VK (1, 3, 4-^Ti? 
T^^/v) (1H-1, 2, 3-M^Ti/-/V) - 1 -< f/K (1H 

-1, 2, 3-hy7^) -4--OK (1H-1, 2, 3-hy7/-^). 
-5-^;K (2H-1, 2, 3-MJ7y-/l') -2-^K (2H-1, 2, 
3 _ Y^)T9-JV) -4 —OK (1H-1, 2, 4- hy7/-/V) - 1 — f /K 
(1H-1, 2, 4-h'J7/^) -3— f/K (1H-.1, 2, 

-5— </K (4H-1, 2, 4-h!J7/-^) (4H- 1, 

2> -4--OK (1H-tF7^) (1H 

-rh7^) -5->f/K (2H-f b7^) -2 -'f/K (2H-fK 
_5-^ /K 2-fc°y^K 3-fcTJJ^/K 4-tfy^/K 3 -If 9 

*rs?=/K 4 - 1° y *^=/k 2 - 1° y 5 s^~/k 4 - tf y * s?=;k 5 - 1- y 

5S?=/K- 2-t°7^/K (1, 2, 3-MJ7^y) -4-«f/K (1, 2, 
3 _ Y x )T"y^) -5 — f/K (1, 2, 4 - MIT^^) - 3— f/K (1,2, 
4-MJ7^) -5— f/K (1, 2, 4-h'J7^y) -6— T/K (1,3, 
5_ h y T5 ?» _ 2 — f/K 1 -Tiffc°~/K 1 -Tiflf-/K 2-7^fc°= 
/K 3 -7"t?lf=/K 4-Ti?fc°-/K (1, A-ttWW) -.2-4 (1, 
4-d-*-!H?fcrj/) -3— f/K (1, 4-^-^f-ift 0 ^) -5— </K (1, 4 
-^iHftfV) -6->f/K (1, 4-^f-^t"^) -7—f/K (1, 4- 
^Tift°^) -2— f/K (1, 4-^Ti?fc°^) -3 -'f/K (1, 4-^Ti? 
fc?^) -5->f/K (1, 4-^T-feflf^) -6— f/K (1, 4-^T-fe't°^) 
- 7 — </M£<D 5 ISM 7 I©W^7 n T V -/l^S^ W fetbSo 

r^#i^7n7y-;Hj am wxtf, 2 — ^^77-^ 3- 

^y^77=/K 4-^yy7 7=-/K 5-^/77-^K 6-^/77 = 

/K 7-^/77=/K i-^y^y/77^;K 4-^y^//7 7=/K 
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5-/fy<>/7 7=/K Cb) ^=/K 3-' Cb] 

,K Cb) f^-;K 5-' <W Cb) ^~/K 6 -^^y Cb) 

f-as/K Cb) 5^-/K l-^^y Cc) f-swK 4— <^y 

Cc) 5^-/K 5— <vy Cc) 5^=/K l-^f^KD/K 

3--r^Ky/K s-^Ky/K 

Ky/K 7--f>-Ky/K (2H->fy>fyK-A') -l-WVK (2H-^y-f 
^K-/V) -2-f/K (2H-' T y-f^K—yV) -4— OK (2H — f y>f > 
-5 —OK (lH->fy^/-/i') -1— OK UVL-jyW—M 
-3 -"OK (lH-'fy^y-^) -4--OK (lH-f^Z-A') -5- 
>OK (lH-'f^/-^) -6— -OK (lH-'f^/^l') -7— OK 
(2H-^y^/-^) -1—OK (2H-fy^/-/V) -2— OK (2H 
-/fy^'/-^) -4->OK (2H — (ispy—M -5-4 A*. 2-^^y^" 

^t/y/K 2--o-y^-^f-yy/K 4 — ^y^t/y/K s-^y/i- 
*f-yy/K 6-^^y^-^f-yy/K (1, 2— <^ 

y-r y y— /u) -3-^/k (1, 2-^yy-fy^t/-;v) - 4 — y 
/k (1, 2-^o-y-r y^f-y-/^ -5— <ok (1, 2— oy-ry^ 
f-y-yu) -6 —ok (1, 2 — ->y^ y^-^f-y-^) -7— ok (2, 
i.-^<^y-f y^^y— /i') -3->ok (2, l-^y^-fyt^ty-zv) 

-4— OK (2, l-'<y^yW/-;l') -5--OK (2, l-'O-y 

^ y^f-y-zi') -6 --ok (2, 1 —0^4 y^-^r^y— /V) - 7-^OK 

y/f7/y/K 7— <yyf7/!)/w (i, 2— <^y^r y^-ry— -3 
— ok (1, 2-^yy^yf7/-;i') -4 --ok (1, 2— o-y-ry^ 

7^-^-5-^^ (1, 2-^y^yf7'/^) -6 -'OK (1, 2 

-^y^yf7^) -7 —ok (2, 1 — <^y-r yf-ry-^) -3- 
-ok (2, i-^yy^yf7y-;v) -4— ok (2, i-^y/^f.yf7 
y-/K -5 —ok (2, 1 — ^yy^yf7^) -6 — ok (2,1- 
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^yy^yfT/-^) -7-< f/K (1, 2, a-'O'/t^t^T^v) - 

(1, 2, 3-' <y/**ti?T^) -5--C/K (l', 2, 3- 

^y^-^yry-A') -6-^/v\ (i, 2, s-^ymt^r^-^) 

-7-> r/K (2, 1, 3-^y^t^t^7/-/>) -4->f/K (2, 1, 3 
-- <vSHr*-9-*JT-/~ AO -5 — (VK (1, 2, 3 — ^/f7^ry-;v) 
(1, 2, 3-^y/f7^7^) -5 — f/K (1, 2, 3- 
^l/VI-TVT^—fr) -6--T/K (1, 2, 3-'<y , /f7^7/-/V) -7 
—f/K (2, 1, 3 — «y^f75?7^/U) -4 —OK (2, 1, 3 — 
y^T^rV-M (lH'-^/h5 7/-A') -l->f/K (1 

H _^^y hU7 , /-A')-4^/W(lH-' <>- % / hi> r^— /W)^ 5—f7K 
(lH-^y/HJ7/^) - 6— f/K dH-^y/Mi7/-;i/) -7-' 

WVK (2H-^^/hy7/^) -2— OK (2H ^yb'J7^-/V) 

_ 4 _^ /K (2H-^'/F y 7/-^) - 5— T/K 2-^7!)/K 3 -=¥7 

y/K 4-^yy/K e-^yy/K 7-=*-/y/K 8-*/y 

/k l— fy^r/y/K 3-^y^r/y/K 4— ry^/y^K 5-^fy^yy 
/k 6— fy^r/y/K 7 — ry^yy/K 8->fy*yy/K 
/k 4-*yy/y=/K 5->v/p=/k 6-*yy;y=^ 7-s/yyy = 
/k 8-w!i=^ 2-wy^/K 4-*i-ify =-jk 5-^-?-yy~ 
/k 6-^^-yy=/K 7 jj=/k 8-*-j-yy=/K 2-^y^MJ-y 
-7K 5-^/^r-y-y^K 6-^y^f-y=/K i-y*7-y=/K s-y* 

75?=/K 6-y*7i^VK 2--7"7^y v*=VK 3-t7f5S?=^ 4- 

t7f y*y-/K 2-yy =/K 6-yy^K 7-yy~/K s-yy-^K 
2-7fy^/K 4-7 , fy.^=;K 6-y^y-y^/K 7-^ry^K 
i -#/w*y y /K 2-*;i//-!/y/K 3-*/w^yy/K 4-#/w<yy/K 
9-*/Myy/K 2- (a-^^y-^)s 3- (a-#/v#y 4- 

(a-*^#'y-^), 5- (a-^7^^y-^), 6- ( a -;*7/W£ y =A0, 7 
- (a-#/WKy-A-h 8- (a-#/M?y ~A-)> 9- (a -#/V-tfy =A-h 
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1 


"(13- 


P/l'h 3- 


(13 -^7yW7}?— 


y/u), 4- d3-^^'-y^). 


5 


- (13- 


6 - 


(0 -^7/1-*'— 


y 7 - ( is y /v) % 


8 


- (0- 


■tAstf-VM* 9 - 


(0 -^A'tf'- 


y /u) , i - ( y -tj/i^ y > 


2 


- (y- 


Jj/UtfV-^). 4- 


tY -TJ^y 


nyU) % 5 - ( y y > 


6 


- (y- 


v&^zK y 7 - 


(y -#/M?y 


=7W) > 8 - ( y -7J/M? y , 


9 


- (y- 


-#/i^y -/^h l- 


-r^ y s?=/k 


2 -r^ y s?=7K 3 -r* y *J 




;K 4- 


-T^y^^vK 9- 


y ^-/k 





l-7*/f7^=^ 2-7x/f7^V, 3-7x/f7^= 
, K 4 _ 7l ;^ 7i ?-/V > 10-7x7f7^/K l-7it^/K 2- 
7^^-i^-/K 1-7^-7-^hy^/K 2-7xtyFPi?=^ 3-7^-7" 
yfiJ^/K 4-7*^>hy^^K 6-7xtyMJv f =;K 7-7^ 
>hyv^/K 8-7x^^1^=^, 9-7xtyHJ^=^ 10-7x 
t>HJ^/K 2-7xtyhn!/-/K 3-7xfy hn!J=/K 4-7zn 
tyho!lc;K 5-7xtVhoy^K 6-7xfyfD!)^/K 7-7x 
fybny=/K 8-7xtyfo!)-;K 9 -7xtV h n y.=/K 10-7 
xfyhcy=/K .i-fryfu^ 2-f7Vh^/K 1— <VKD^ 
-,K 2— f^Ky^/K 3-^^K!)^=/K 5—f^Ky^/K 6 — T 
yKy^/K 7-> TVKy^/K 8— f^Ky^/K l-7x/^tf-{ 
-/K 2-7x/^W=;K 3-7*;*W=^ 4-7*^ 
-/K C2, 3-b] 711/K fcTna [1, 2-b] fyy^-zK fcT9 

/o(l, 5 - a ] f y vvK >T S *V C 1 1 , 2 - a ] t°y PA'S 4 5 ^ V* C 1 , 

5-a) fy^/K >r$*y Ci, 2-b] try*^=/K -f^y* Ci, 2- 

a) tfy^^/K 1, 2, 4- hy Ty*a [4, 3 -a] \f V ^/K 1, 2, 
4 _ h y T y n [ 4 , 3 - a ] f y ^*?=/HgE© 8 1 4 Sk<Dlli&&m&.^T 

ary — /u£ds¥»f btiSo 
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tKo7!)/K 3-r h7tKo7!J/K ft7=/K 1 — -f 5 ^/ V 

2- ' < ^yyv v?-/k 4-^ 5:yyy v=-/k l-i^/ye^K 3 -if 7 
yy^-;K 4-k'7^y^/K 1- (2-t-p y=/w)> 1- (2 ->f 5 yy 

V-fr). 2- (2-^5^/5=^), 1- (2-tf7/!/^), 3- (2-fcf 

7 y y n/w) % ' tr^ y > 2 - \*<< y 3 - y *J~>w 4 - 1°-< y 5? 

=/K 1 -7*— ^e^y v?=/K 2-fb7k Ko tr^/W^K?*— y y x 

— ^ u^r—zK 3-^p-^-;V N 4 — ^n-r— /U N 5— 6— ^ n -v 

=■ 7 - ^ n?^ v 8-^n^zz^ N l-^y^Dvci;K 3 ~4 yyw 
=-;v, 4 — 4 y 9 v?~;V y 5—^y^u-^^/U, 6 —4 y 9 n 7 —- f 

y^ n-x'— /K 8— y^ n-r^/K 2—^^-^ 3 —f-JrV n-^— /K 

A-^-iry n-^— /K 5 -=^$-y u-^—si', 6 -^^y n-^^/K 7—f-lryv 
8 Br=^, 1 — f 7f u-m/U N 3— <y-f-*^P^=. 
;K 4-^yft^a-7=;K 5 yf-^-y 6 — f yf-^-y u-r=. 

7-vyf*>B^;' 8-<ywn^=/K l— r^Ky^/K 2 

-^>-Ky=vK 7— r^Ky— /k i-w y-r^Ky=/K 2— ry-r^Ky 
-/k 4 — ry-r>Ky=/K 5 y^^Ky-/K 2-(4h-*ut*=A'K 

3- (4H-^nynyw), 4- (4H-^^^)> 5- (4H-^^;V), 
6- (4H-^ny 7- (4H-^ny_yU), 8- (4H-^n^^) > 

i-^-y^cry^K 3--ry^ny=/K 4-4 y*x**—A' > s-4yyv 
y=/K 6-^y^ny— ;k 7->r y^ny=/K 8-^y^ny=/K 1- 

(lH-fay^), 2- (lH-t°n y ^=/V-) % 3- (lH-fn^y= 
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A-h 5- (lH-t'ay^), 6- (lH-t'ny^/V), 7- (lH-f 
d y *J=ljv) m<n 8 Tim l 0 m^lSfP^ b < ft^^fp^^^^^^r- 

1 — ^"^rih >^ y 1 -f-T?V \£^*JJ^ *)V7 y 1 

1 -7^-— ^^7^K 2— f ^ is- 1- 

-f/u, 2-t'7/y>-i--f/K i-^yKu-/^ 2 — ryw^Ky^/K 

1, 2, 3, 4-X h7t Kp=¥/ V >- 1 — f/K 1, 2, 3, 4-fh7t 

kp-t y^y y ^- 2 -^t/k l-trny/u, l-^s^vy/K i-f^;/y 
rry—/i'&j\ re/^nT^uySj, r^D7/^i/ylj, rry-w^ 
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; 7D-/vt^S ; T 7 A'**'- > T jV*cVy-i?*$ry^ti± 

n _/ a ^^ ^yyn*>^, n -7* h *v\ 4 y?* b sec-7*K 
l-^^/^b^^ ^^--O-^^-^r^ 1, 

fcutf**^ i-zc^/vyn^y^ n-^'y***^ 

^ ^ z-^^-t^y^^^'y. 2-^f;^^f^^ i—*&a*<z/ 

<f-;l>**i/^ 3, 3-^5vK/>^>; 2, 1, 1- 

^fvl^h^vS 1, 1, 3— S^fTK/h*^ 2, 

- 1 -^^vl^n^i^ n-^T"^/^^^ n - ^Mr^f. n-/~ 
jv-fr^-y, n-T-Wl't^^ a — V^f n- Kx^V^"^rv^> n 
-hV r^t^'>^ n -7 1 h 7T^t*v/; n v/^v/fOC 
! ~ C , 5 © WRfcX ft 7>*NS^ <2 T /l- * v^3* * if h fl 5 . 

- i -4>\>) **y^ 7!)-^v, y/D^^t^r^ i 

i-y ; u) **y^ (2-^f-^y^^-2-^y- 1-4 M ***y, (1-^ 
^jvy°u/<-2-^y-i-4 fv) Jr*y, (^y?-i -^-y- 1 -4 jv) 
sz, (<<y?- 1 -^a-) ■ ('O'^- 3-*^-i — fA) tf" 

1 ->TA') (3 -i-^-fr-f*- 2-x-y-l 

**y, (3-*?-juzf?-3-^y-i — (fr). 
-zcy- i -y ;v) a|-^*> % (^f-- 2 -^y-l -4flA jr**y. (-^rf— 
3 -xy- l -WW) \-y>v) ir^ry^ (^3rif 
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- 5 -^y- l -4 »<>) (4 ?-A"<i/9 - 3 1 -4 ;v) aj-# 

1—f/U) (*-**-7-:*>'-l -<> (M (Sl—l-^ls- 

l-s ;V) ^-^r^ 8-31^- 1 ») (v** - 1 -3i V- 1 

— r/v) (^-9-3:v-i — f/w) a-*^ (^^x^-i-^^- 

\-4,v) (!>yf*-i.o-xy-i-^A') (Kf*-i-. 

ly-l-zf/i') t*->, (Kf*-1 1-xy-l — C/w) 3-^v\ (MJ-r# 

- i -rc>-- l — >f /w) ;^v\ ( M)f*- 1 2-^>— 1 — f A') 3"*^ 
h7f*-l-xy-i-^;w) (7b7T*-13-3:y-l-/f^) 

(^y^-r*- l 1 --T/v) 14 -^v 

_ ! _^^) c 8 ~C , s ©Ei^Xtt^^©7;V7-^-t*y 

rr/w^^/v-^^j t urn. ^-sv**^ (^n^-i-^f 

^-i-^^) ^-drv', (7 P p/-?-2-^^- 1 ~4M ttf, (7? -I -4 

y-.i-sfju) j-ici/^ {zf^-z-4 y-i-4M ttt/s (i-t^^yv 
,<-2-4y-i-4M (^-l-'fy-i-'f^) tf-*^ 

5-.fi/- ^-dri/ x (^7°*- 1 -- T V- 1 — 

^-7— yfV-l-^f/l/) ^-df-v^, 1 ->fy- 1 A") (/ 

8 ><- i -xf/U) ;f3rv\ (xTJ- 1 --O"- 1 — (f* 
-g-^^-i-^/U) («7V"f -^TV- l-lVl') t^f^ (•> 

1 0-41/- l -^^)^i/,(Kf* -i-fy-i-^)t**A 

(Kx*-i a-*^ (hy^TJ-i— 0-1 — r/v) 

(H)f*-12->fy-l-'f^) **5/ x (7- f7-r#- 1 V- 1 
-4M (r h 77-^-1 3-^^-1— f/v) (xi^^^tj- 
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i -jy- i Hr^y, {^^fti-l 4-4 y-i -> (M ***sm<D 

i/9 ot^f/l't :3 E-^OC3~C 8 ©v'^ PT/W^^-^^v^S^^tf £>tl5 0 

}.^^ i -v^n7*a fcVl^ ^P^Vl^ h^v\ 3-f* 

oT'atV^a^^ 4 -v^ p:7*p fcV^ h^ v\ 5-^o/n^> 
<f-/Vfr*ci/^ 6 - n y°u \Z;\"^iri/;Vir*ci'^ *y$n l/TvM Y v 1 ^ 

"^PS/yM f^fv'v 2 - v-^ o^^rix;^ h=¥v-, 3 -5/^ n^^/l'T'ci jtf3f 
7/^/V-t^v'$^lf^5„ 

—}-73 L A'*-*f> T % sh9A'**^ 7xt>'-HI/l'*^ T-t-t-ms— 

rry/Mw-^^Xj turn 0»Jx.t^ -o-^/^^^ 1— t-75vi^ 

h=¥f, 7tt7f 1^=^ h^rS', 5?7x?^ l-7x^f;m 
>\ 2-37^^/1^*^ 1- (1— 7-7^) ^h^v/ N 1- (2—7-7^ 
AO 31 2- (1— t7f/W) :*h**>\ 2- (2—7-7^) ^h^. 

a-?*^?'***^ 3- 3- (2—7-7?- 

jv) -f^^'y, 4-7x-^7h^^ 4- (1—7-7^710 y*Y**y, 4- 
(2— 2-7?- AO 5-7i=;v^yf^^ 5- (l-t7f/i/) 

'Of-A'^v', 5- (2— 7"7^A0 ^yf/Vt^f'>> 6-7x^^'^ 
3-3^ 6 _ (l-^7^A0 ^df-V/l^^^ 6- (2— 7"7^A0 
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09;ttf, h^r^ h^v\ ^pp^ h=*r^ 7*** h 

3^ 3 _ Y^-'y— Y y h d f-v / — hy^PP^ h^r^ 2, 2, 

2 _ j. ]) ^.y^yjvirn^. h=¥^ 3, 3, 3- MJ7;ut 

r^nm-^-#VSj iUlt TtKu^v-Sj ©^mtW, r^folSj 

3-f y^w-*^ (t°y ^i?y-4— r/v) 

ri^i^ro7y-/^^^Sj axil (^v 
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^/P7 7=/K n -7°n tf;^/l/7 7- /K 4 V t'sUX/U? 7 =.)V^ xv-^f 
f/V^^7 7^^ 'fy7*f^7;l'7 7-/K s e c-yf/^^z-ZK t 
e r t -y^JVT.fr? 7~}V^ n—<<l/*5-JV7>;V7 7~;V s ^ y^yf^^;l/7 
7-/K {2—* s f-J\'7*f-)V) 7/U7 7-/K ( 1 — ^ ^-JVZff-M 7;W7 7=;K 
^yf;^;V7 7=/K (1, 2-^y=f-A-7 p P fcViO 7/1/77-/K (1- 
xf^7n tVw) ^;i-7 7-/K n-^'>;w/i'7 7-/K U-y^vwO-f- 
/U) 771/7 7-/K (3-;*5vW<>'5vl') ^/V7 7^K (2 - ^f/^yf/l') 
X/U7j>zzA' y (l-^^/U^.y^-/V) 7/1/7 7-/K (3, 3 - V^^T*^) 
;*/l,:7 T =/K (2, 2-^^^^^) ^^7 7-/K (1, l~-J^^;Vzf 
7;V7 7^K (1, 2 -i? t^/uy^M 7.;vy T =-^, (1, 3-5?* 
J-frZf^jV) ^)\>-7t~^, (2, 3 - v 5 * ^JV7*=f-;V) 7>;\,7 7~;V, (2—^ 
^^7 7=/K (1 -J^V^A-) ^^7 7-/K (1— ^/l'- 
l-^f/W7 a ntf/l') ^/U7 7-/K n-^/f/l'^/l'7 7=;K n— ^"^^/W 
j^^7 7=/K n — 7 — A^yl'y' 7" =vK n — x^A^/W^ 7 =vK n — 
v'/^;l'7 7* =/K n — F7 i v';i'7;i'7 7 — ;K n - HI 7* y;i/^;l/7 7 =A\ 
n -7" h y^v^^/UT^rr. /K n-^y^7y^;l'7 7^fOC j'vC 15 
WE^^Xfi^^^^T A^f/W-^ ^7 7 ~^S;Wf ^tb5 0 
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/<- i -mv- l -4 ;v) 7^)V7r~)V, 7U-^^7 7^K 'f VT'n^- 

7^7 7=/K {Zf9- 3 -a:^- 1 --fAO ^^7 7=^, (2- 
}*f-jv7w*— 2 -^y— 1 — ^ AO ^;i/7 7-/K ( l-^Wn/-!- 2 -x. 

y_ x -^/l^) 7/V7 7 — A\ (-0-7 - 1 -X^- 1 AO X/l/7 7=/K 
77-2 \ 7/1/7 7-/K - 3 — 1 --f A^ *A' 

y r =.)V\ (^77~4 -m7- 1 -> ijV) 7/V7 7=^ (3-^^-/V'7 , ^-2 

7 7 r/K (^dr-^- 1 -^y- 1 ->f A^) ^^7 7^ (o^f— 2-^-^- 
1-4 ;U) ^7 7=;K (^s^f - 3 -xv- 1 -'f ^;W7 7-/K 
y-- 1 -47V) 7/W7 7 ^K 1 ->f AO *A7 

7-=A\ (4-^^/^^^- 3—'*->— 1 ->fA0 X/V7 7=/K 

^^^-3-^^-1 (AO ^^7 7 =/K (^7"7- 1 -XV- 1 ->(A0 X 

;l/7 7=/K (^7°7- 6 -3i V- 1 — -(A) ^/V7 7=/K W-^-l-xV 
-1-^(A) 7^7 7-/K {Hr9 9— 1 ->(A0 7/P7 7=/K (/ 

•t-- 1 -i^- 1 -^a) ^/W7 7=/K (;t-8-xy-i-'fA') *a7t 

— A\ (y*3J- 1 -a:^— 1 ->(A) ^/^7-/K (^#-9-^7-1 — (A) 
^;l/7 7 =;K (7^^- 1 — 31^- 1 -'(AO ^/l/7 7-/K (7^X^7-1 
0 1 A) 7/1/77-^, ( K-r#- 1 -^y- l — f/w) ^;i/7 7 = 
A, (Kf*-ll-xy-l-^^) 7;i/7 7=/K 

->(A) 7/i/7 7^K ( h y t**- 1 2 -^7- 1 — (A) ^/V77=/K (x 
hyf^-l -Xi/'- 1 ->(A0 X^7 7"/K (ff77*- 1 3 -m7- 1 - 
-(A) ^^7 7=/K (^^f*-l-iX-l --f A) 7;U7 7=/K 
9=f%- 1 4 -31V- 1 — >f A) ;vv7 7=A^<7)C 2 ~C ls ^K£I^Xte£*£ 

il^TA^— A-^A^T^A^tf^f £H5o 
r7/Wdr=;U-X/l'7 7=/Hj £ LTfi£ % Mz.t£, ^=-)V^)Vy 7 =-7V^ (7° 
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u/<- 1 -y( V — 1 -<4 As) 7/U7 7^, (Zfus*— 2 — { 1 -<{ )V) X/P 
7T=.JV, 1 -4 is- 1 — <AS) ^^77=/K 3 -A >- 1 - 

-Y/l/) */U7 7 — /K (1 f ^o^- 2 - ^ V- 1 ->f ^) *A7 7~/K 
1 1 — -f/V) 7;P7 7^/K (^^- 4 -^y- 1 -- -f/U) 

;*^7t— (^=3rf— l-'f ^- 1 ~^^) 5 ->f 

— f/i^) ^v7t=/k (^y?- 1 V- 1 -iVK (^y*#- 6 --r 

>-- l f /W) 7/l/77^K (^"^^- 1 — >f 1 AO 7^7 7=^, 

^-7 — 1 -WAO ^/P7 7=/K 1 — f V— 1 -4 A) *A-7 

7— A. (y-7— 8 ->f ^- 1 — fAO 7^7 7=/K 1 -^V- 1 -'f 

A) 7/I/7 7-/K (f* — 9 —4 >— 1 — f AO ^/U7 7^K (7^f*-l 
— f 1 -^f^) 7/V7 7=/K (^7^x77- 10-^y-l ->f/W) ^^7 7 
=A\ ( Kx*- 1 (AO ^^77-/K (Kt*- 1 l-'fV.-l 

— fAO 7^7 7=^ ( h 'J x77- 1 V- 1 */V77~/K (hV 

r 7J - 1 2-^>-l — (A) ^^7 7 =A, ifr h 77* - 1 -jy- 1 ->f /v) 
7;V7 7-/K (x h 7f*-l 3 -4 is- I — (AO ^^7 7-/K (^^X 
1 -Sis— 1 -^AO 7/V7 7- 7K (^^^7^77-14-^^-1-^^) 
*/V7 7 -/H*© C 2 ~ C ls <DWMVtXfc&ffl!l1£<OT/l'*~/l'-XA'7 7 -)\< 

i/^n7f/^^7 7=/K '77n-<yf^;l'77-7K -7^^ 
-yjis^jvy r *y>7 v^t°?-jUX;U7 7 =. A\ ^nt^f^77=^ 

r-77 n 7/l'+;l'-7A'^-7/V7 7 ^^SJ i LTte, #|;U^ (v^n7°C2 
fc^M^-AO 7;l/7 7=/K (1 —2/^ 07*0 fA^^U) z;l/7 7-^s (2 — 
U7°v tfA^^A) *A7 7=A^ (3 -V^ n7 P Ci tVl'7 P P fcVU) 7./U77 
PT'D IfAT'fvl') X7V7 7=^K (5-^o7c tVWO^. 
AO 7/i/7 7=;K (6-^o7n^/V^^) ^77=/>,-(^' 3 ^ 
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V/MfvlO ^/V7 7=/K ^^7 7=/K (3- 

(V* ci— -ff-tm-flA ^^77^/K (i/jrxxHrfl-A/tf-A') ^^7 

rr y _ 7l/ ^ 7V , 77 -/V^j iLTIi, M7Lft< 7i=/W/l'7 7=/K 1— 
7f^7/V7 7-;K 2-t7W^7 7=/K TV h U ^^77 — 7 
cc^-V MJ A-*^77~/K 7tt7f-U=^A'77=^©C,~C I4 ^7 
!)^V7/l'7 7^SW?' : i 1 '5, 

rr^/w^-^^^T-^SJ t ttli, fllfctf, ^y^/V7 7=/K (1 

h 7 ir fvl") ^/V7 7=/K (7ityb^^) ^;U77^K (T 

- 7l ^^) yWU^T-'K (2-7i^f/H ^^7 7=^ (1- (l-^ 
y^)V) ^jv) */W7r=/K (1- (2— ^7^) ^A^r^/K 

( 2 - (1-^-7^) a^/W) ^^7 7=/K (2- (2-^-7^) 
7;l/7 7=/K (3--7*-J\sZfu\?fr) 7/V7 7^K (3~ (l-t7f^) 
7DtVw) ^;l^77^K (3- ynfcVw) ^yU7r=/K (4 

-7 ^-jvyj-jv) 7^7 7^K (4- (1-^7^/1-) 7*^710 ^/^7^K 

(4 _ (2 _^-- 7 ^) ^;W7 7^/K (5-7i=/l"<7^) 

T -, K (5 _ (i-^^^yu) ^^/U) 7/V7 7-/K (5- (2-^-7^) 
XL^/U) ^;1.7 7- (6 - 7x=/l/^'7;l') ^7 7 =/K (6- (1~ 
-fy^lV) ^^ri/JV) 7/l/7 7 ^;K (6- (2— ^7^/V) — ^rV/U) ^^7 7 
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7/^13^^) 7^7 7-/K (by^on^f/V) 7/l/7 7=/K (2, 2, 
2 — h y ^) ^^7 7 7^^ xf ;k) 7^7 7 

(3, 3, 3 - hV 7^tB7nW 7/W7 7=/K (^^7/VtDyo tVw) 

fvU) ^^7 7-— /K (^-^/V^n^vvV) 7;V7 r — /V^O 1 1 3i©<£> 
n ^ Z/W^ -Cam £ tbfc C x ~ C 6 ©EitX fcfc^$OI£tf>^ * y TJV* 

t^«o36*s^if £>tb5 0 r^7PS-^/v77=^SJ i'ttli, 011*. 

-f/V) ^;V7 7^K (1, 2, 4- bV TV— /V2 — f/W) X/V7 7=/K (t° 

m^n^,^ cry -/i^v? r =^sj £ u-cra, K^x-r * yv—/u 2 

*;H7r=-/K ( 4 - If'* y v 5 — As) XA'7T=-flJ#G>2s&&tfb*l'*» 
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7-f ^^/WS, #/W^7S. */V-7*-^ 7^-^7*-/I, Sl^Tfe 
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y^UJA', tv^p^/i^. 7 £n^f/K ^ y W/K h'f/K 
V n>f/K T'otr^P-f A\ y ^ y n^VK ^nh/^/K yy n h/ 

nSSffc^S^: r^rni-^;^;wSj (Ifri : 3-7n 

^ (o-2A) T^^ti-ssw^T*, R^frmkfcmMT'hzmz r^b*^- 

5£ (co-3A) -e*$tL5£^ c f 3 T% R 1,1 ^^'fk7k^S-Cfe5S^ t^tK*- 

5t (fo- 4 A) -C*$tL-5£(7)^-C\ R al #^<fb7kit£-c*fc5S£ t^tK^- 
;vi£~)\s-1i )Vi£~)V^\ (JWfcfll : * h^f-y/K ^ h^f-^y^O 

5£ U-5A) -e*^tb5Xw^T% R al j^fc7kfii£T*£>5X£ r^bTk^- 
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5£ U-6A) T*t^5lO^X% R al ^^7k*ST*fe5S^ r&-fkk*- 
5£ U-7A) -C&SJxSXo*-^ R al ^mb7K^«T-fe5Slr r^bfcfjf- 
^ U.-8A) t**$H5^©*t%' R al tf\^ft7kStS-e;fc5££- r^-ftTk*- 

* ( co — 9 A) t^$tl5.i©tt% R'^^ftTk^S.tffcSSSr TN-^tK 

/w<^e^^Sj, R al ^^h:7R^S-efc«3 R u ^rniit*fc5M Tn-^ 
5£ (co-i ia) 5 R al ^{b7k^S-efc^£^ rN-^b 

5*(a>-l 2 A)T*^$^6£^4 3 T\R al 5.t5R bl ^-fb7K*ST-fo6S^rN ) 
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^7 5 /g-efc-5S£ ra^r'V-^tfyvTtf^ugj ^#1"*. 

^ ( ffl -i3A) -e*£*i5gcD E PT\ R ,1 as£{fc7to*£-e*>5£& rN-HHb 

N-v> (^fbTk^) (JM£#iJ:N, 

^/VfoS), R Bl ;&t/*R bl ;&s^-rng|£-<?fc$£<£: TN, N-v 5 (^fng) 
- mitim - N - p H - * >V7 7 * >f J , R a 1 R b 1 t ft o T , 

ifc (o)-15A) T?*$*b5*©+^ R'^ftftTKJfStCfcSXSrTN-ftft; 

^ (0-1 7A) -c*$*t**©4»^ R^frmtfrmmx-hzmz mfcfcm 

^ (0-18A) T?3E**L5KO*T?, R'^^flSTKSS-CfcSSS: r^tt^ 

5S(w-l 9 A)-C^$tv-5^^T%R al S:TJ ? R bl ^{b7K*ST < S>SS^ro, 
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5K£ ro, o' -*J (^xn^) -7*—*y*—/-&\. R al ^^b7R^S 
a: U-20A) -e^^tiSS^^T-, R al ^fc7k*£-efc5S£ r^t** 

<5o 

5£ (o»-2 1A) t?*$tb5S© I t , t?. R al ^{b7KmS-C*fo5X$r r^fc;** 
JLIE5S (ffl-lA)JjI (oi-21A) r&flykaffJ iU 

■ctt. ±ia t^tR^^j t.ra«©S^tf b*L5 0 03;ttf> ^ (o>-ia) x* 

^n/W-^^n^S, 7;l/df-r:^-*/V^^l/S, i/^P7A'^-^*#=. 

-,um&mf bfrZo 5£ (fi>-2A) U-2 1A) -?St£;}x5S<b 

±ek U-1A) 7I/M (©-21A) T?*S^5Sfc*5tt« ^rnij t L 
Tfe\ ±12 f^fPi«J <tP#OS^tf S>*l5, 0>Rti!> ^ U-1A) T? 

gg - # m^n^^m^ u & - # ^ ^-^sa^rf e> n 5, 

U*T, ^ U-2A) U-21A) "TSftSftSEfclWCfc*. 
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±f£5£ U-lOA) 7!;^ U-16A) T*^^tb5S^*3»t5 mttT ^ J 1 

axil Jbe ritr^yij fcH«©£#¥rrfe*u*. 

re^sj turn tfiRtf. ac^^s *=*y£. wys, 
-ms, -hays, isr s m, << y *sr ; i/mm, ^-^r-rvm. 

^^'//S, 7o77^S, tyyh^;H, 7t-^77/i, 7*— 

77*-oys, -7*-x7*-m. #v*&, ~>y/^s. -t^- 

S£?&fcLTt>«fcV\ SR^SrflljSi-SlR^ (fcflF?;) £ 
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#^«<£> W^tb t? h o T t> <£ v > 0 

fc^totc^itgft&g-e, ±12 fg&gj icio.TflKfe^H'Cv^fciv^ gms 

i^i©isi:>. s.^g^eft#^p^$tu-f, 2m±<z>g&s-eg 

-^7K*«-T5yX, N, N— 5? (#tfb7k«) N •fng- 

v^w) -r^yS^^S^rf btuSo ±12 rg&gj ±t-<d rggy tt 
^» fcfcrc o -cut) 5S $ K-c *> i v \ 
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iM t &M'T±h*i'. Kyy/f^j^oi); R a2 

S; U-2B) ■cafSJxSXo+T?, R a2 ^{b7K*S-Cfc^£«r r&flyfc*- 
t^^-^M'^-t^r^Sj^ R a2 ^-rn^gT-fc5X£ ^fnf-t 

5£ U-3B) ^^JiSlott, R a2 ri^b7kmST*fcSS£ r^b**- 

5£ (co-4B) t^^Jl.SSC^TN YL> 2 frmk-MM~&X*foZ>&* 

A (co-5B) -C*$tl5XO^-e, R 42 ^^7K^X-foS£^ r^TK*- 
f-^/V77=/V-^/^^l/-t^i'Sj £ffc1-5„ 

* («>-6B) x*$t£fiz>&<D*x\ R* z &mk7kmMxibz>m$: rmz&x- 

3S U-7B) -eaSftSS©*-?, R i2 ^{b7K*S-efc5S^ r^-fkTK*- 
5S (0-8B) tt^WSot-e, R'^s^fliTk^S-efesSS: r^bTK*- 

& («-9B) .t?*^^©^ R a2 3^toKi?g-e2b5££ Tn-^tK 



40 



WO 03/103656 



PCT/JP03/07127 



3S: (co-l IB) T'g^tbSX^^-C, R a2 ^{h;7K*SX*fc5S$r rN-^-fk 

A ( a> - 1 2 B ) -C* $ tt 5S© * T\ R * 2 MR b 2 i>m{kfc%MX*h 5S£ TN, 
it'fcSS?: TN, N-$? (^n^) /W-^^r^Sj, R aZ 

-^^-*;w^^/u-^-^^Sj x R a2 Xt;R b2 i)s-|t^ot, 

& (co-l 3B)'^$ti5S0l'T?, R* 2 «M-C'fe5M rN-jR-fc 

iSU-l 4B)T'^^tb^S<D^T\R ll2 ^R b2 ^k7K*»-Cfc5S^rN, 
N — (fcfcTkm) -^^j^^-t^v'Sj, R' 2 MR b2 ^rnII 

;U7 7*s{ jv-ir^i^mi. R a 2 &tfR b 2 #— $tfc&oT> -taxkds&'&L-CV^ 
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5£ (o-15B) X*mi5tl?>m<D<pT\ R 4 ^^bTR^ST'fe^S^ TN-^k 

.N-s? (^Hbzklif) -^^^wvu-a-^S.u R a2 &t£R b2 ^-.xngt 
ST'fc^S^ TN, N-S? (^rni) R a2 
^-fbTK^X-efc^R^^^n^S-xrfeoS^ rN-#Hbfc^f-N 

^ (<o-i 7B) -egt£*b-5S<z>4>-c\ R ,2 ^{b7X*ST-fc^S^ r^Tk^ 
5£ u-i8B) T^ti^g^f-e, R a2 ^te*S-efe5^^ r^{b7K^ 

^ ( a> - 1 9 B ) T'* £ ft £ 7T\ R a 2 R b 2 frMlkTkmMX'h 5 S £ r O , 

a2 ^^b7k^S-efe«9R b2 ^^n^s-efc5S^ ro-^te*figi&-o' - 

5£ (o>-2 0B) -C&£*b3 R a2 5^t7kSfST*fc5*£- 

5£ (a>-2 IB) -Ciic£*LSS© I t , -C\ R a2 ^{b7k^£T*fo5S§: rifcffczk* 
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(co-IB) Jbm (o)-21B) TObTk^J it 

T«\ ±15 TOb7K**j £ft«©Xfls*tr&*i5. fllfctf, 3* ((u-iB)'f 

£ ; 7JJ-^*/^=;i'-t^vS ; 75^-*/M?^-^^J ; 

-2B) 75M (a>-2 IB) -e&$*L5£t>l*l&"e*>5. 

±I55£ (co-IB) U-21B) T*SE£tL5SK*5tt5 ^rnfj it 

ttt, ±15 KrnfSj t |53«^£7)S^ff bftSo * (o-lB) "C 

^Tx ^ (o>-2B) U-21B) -C^^Jv^S'bl^il-efc^. 

±153; ( ffl -10B) M (<b-16B) -C^$tb5SK:*5tt5 
atlt ±SS r^tfcTS/Sj fc|B*©*3&s*rf6)n5. 

±ie rr^-^^*j, r«^bjc#-^*^asjx Rtf r^fni-tdr^ij 
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* (co-io T-^^tbSS^^T-, R ,8 as#Hb!k*£-es>s.££ rm&&- 

* (o)-2C) -e*£*i5Ktf>4<-C% R a3 2\^b7kS§ST*fc53££ rjftfbJc*- 

5$ u-3c) -e*£*L5«<z3*T% R a3 ^^b7k^St?*)5S^ r^{b7K^- 

* (to-4c) "c^^tLssct-e, R a3 frmk7km&-c«hzmz rmtfcm- 

i/- * >ujJ?= A'- # A^tf— A'- ^.A^ 7 =■ A*g J . R a 3 >5 5 ^7 n ^Str£> £ 
5£ U-5C) -Ci^iiSlOtt*, R a3 ^«:*S-e$>5S£ r&ft;**- 

5S U-6C) T?^§tu5Sotf-C % R" 3 3&s^k7K*S-e*>5SS: WtaKfif- 
)\>-*fl"7 7-^1 b%rfZ>o 

7 n Sd-^Sz-^^^^v-^/W^ 7 =A^J t fl?i"<5o 

5£ U-8C) T^SftSS©*"?. R a3 ^-fb7K*ST'fcSSS: r&ft;**- 

7/l'77 cn/W-^^/M?::! 7U-^7l^7 r ^A'gj > R a 3 a s ^"7 P 

&■ r^7C^-^/l'77-^-W/l'*-'' l '-^^77^Sj fc^i"So 
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5£ U-9C) T:ik£thZ>m<DtpX\ R a3 «MSt'fc5SI: rN-$fc* 

5$(<o-l 0 C)-C^Stl/5S©*T%R* 3 S.t5R b3 *s^<b*3ilS-efc5S«:rN, 

SS-efc^Str TN, N-v 5 Kni) -#/w^-f 7 R 
a 3 fls&fls***"? fcOR^^fniit^SlrfN- &flS3k* - N - n 
^-^^^^,1,-^^77-/1,1], R* 3 S.U ? R b3 ^-^(c^o-C. -ttbfeas 

* 1C) -C^^tb^SO^T*. R l3 ^Mfc7KSffiT*fc5S£: rN.-ittft 

7Rgf-^;^y&/W-^'i'/U-;*/W7 r 7.^/WSj> R ,3 ^fBfSt*fc5M TN 

SU-12 C)T^$n-5S^^T%R a3 S.U { R b3 ^'(b7K*ST*fe5mi:rN, 
N-v 5 (j&ftaK*) -^^^^-7^77=^, R a3 S.TJ?R b3 ^-v 
fnliffe5l^: TN, N-i? (^fni) -f^/W^^f/V-7/V7 7 = 
A^J. R^^J^tt^S-efo 1 ? R b3 d^xn!iX-?fo5££ TN-^bTk^- 
N-^rnf-fW/W^ A/-^A^7 7 — ^Sj x R ' 3 £tfR b 3 

5£ (o>-l 3C) T'*$tL5SO't'X% R l3 7)S^7K^ST*fc5S^ TN-^k 
/N7Pi-7/l'77 : f'f/''-^^77^IJ tfa-fZo 

^ ( a> - 1 4 C ) £ 5 SO R a 3 & R b 3 W-ffcTk^tST* 5 £ * r N , 
N-V* (Jfcfc**) -.^77^^-7^77=^, R* 3 ^R b3 ^7 l 

R 4 3 iS^TK^ST? h 9 R b 3 tf^ir a gtg-C & 6 r N - ^fc** - N 
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N-t? (^{bTK^) - t^e-f ;v- ^^7 7 =-^Sj , R a3 &tfR b3 ;o^ 
fnlS-efcSl^ TN, N-v 7 (^xnp|) -^^7^W/V-7/l/77 = 
R a3 ;o^ttfitST-fc>> R b3 ^rnIlffc5I^ rN-^-ftok*- 
N-^fnf-^ /W7 ^^^-^77 =/l^J > R a 3 R Tf R b 3 — & & 

u-i 7c) x-m£tiz>&(o*px\ R> 3 &m\:*-mg;x*hz>mz mit^m 
u-i so xm£tizm<Dtpx% R' 2 &mtfcm&xhz>m& rmt*m 

-t^i/-^/i'7>f^i'-7;i'77^iJv R a3 ri s ^-rn^g-c*£>"5S£ 

-&(co-l 9C)T*^^tL5*(D^T%R a3 ®L^R b3 ^b7K*ST'fe5S^ro, 
O' (fltfczk*) -7^-^7t-/-^77=^J, R a3 &tfR b3 ^ 

T="/H£j, R a3 ^mb7KmS-C-&9R b3 ^^a^T-&5S^ ro-^fc* 
^-O' -^fo!-7t-X7i~y-^7 7=^Sj £ffc1~5 0 

5$ (0-200 X'^^n^Sco^r-, R a3 a^fc7kltS-e&SS£ t^tK^ 
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±1B5£ (a)-lC) 7?rM (<b-2 1C) T?*$tL5SJJ:*5ttS rKJflsjcJfj tL 
Ttt. ±12 fftfl2***J tP^S^tf^tLSo A (o-l C) X" 

77-/nf©«Ktti-*M;^-^7V77-/H ; t y — 

-)V-7.)V7T=-)^ ; 77/V^-^/^'-;W-7/l'77^I I ^^S^^ 

7 7^S ; ^/w^^^^-^/^^/u-^/i/^T^^S^tf 
JB*T> 5£ (co-2C) 73r5.fo»-2 1C) -<?3J$;h,5£t>lR)«"eS>3. 
±fB5£ U-1C) Tb^. (o-2 1C) -CSE$n5SK:*5»tS ^fnlj t u 
Tfi, ±15 r-.^n^Xj fc W*©aM«l*rf b*L5„ 5£ U-ic) T? 

r^Tni-7j^'^-^77= /VSJ tUTte. #I;tf:£. J^iS 

s; (co-2c) 7bm ((B-21C) T**$tbSX^TO-efe5o 

±ias; u-1.00 7bm (co-i ec) -e&sttsXKifctts r^r^/j 

±15 rTV/u-^7V7r=^36J^ r^7k^-^^7 7-^*J. ^7d| 
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TR^Sj -egm^tl,/cffi^*lf btU N-7/V^-75/I, N-7 

nT/W^r/^-T^^/W-TS: /S, N-T i) -/I'T ^ y ^ N-T 

rN-T/v^-Ts: y£j £ L-CftU 0!l*.fi. y^A-T^y, 
n-7°n tVWT5l V^o fcWTS; A n-Zf^TS. y, 4Vf^)\>T% 
y x sec-^rU, tert-^W^A n-^W^A-f 

y^yw^y, (2 -y ^A-y^/v) r^y, ( i - y ^^/iO r^y, 

^yW^, (1, 2-^y^/^ntVU) (l-s^/nl? 

y, (3, 3-^y-5vV>^vV) T^y, (2, 2-*J*?-A'7 l ?A') 7iA (1, 

T^y, (1, 2-^yfvK^vV) 757, (1, 3-v 5 
tf-jVZf^/V) 7^/, (2, 3-^y^^/l') 75A (2-^^y^) 
T^y, T^y. (1 1 -*f-As-7v 

y % n-^W?;, n-^-^^T?y. n-/=/W75/, n-f^ 
7^/, n - # y7V;VT 5A n- Kt'>^7 5 J , n - h V t's^T X 7 % 

^Sitt^N - 7^^^ - 7 ? y Sd^J'f t>ti/'5o 

ai^-l — fA") 75A (^-2-3:^-1— f/V) T^y, (^*-S-x 

r/w) 7$y, (2 -y^/uy-p/^- 2-^^-i— caO r^y> (1 

— r/v) T5:y, (^-l-sy-i^) 
r^y, (-0-^-2-31^-1 — (sis) r^y. </o-y- 3 1 — r >i/) 
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1 — <;V) 75/, (3 -T^/l^*- 3-^^-1 -4A<) 757, (-^1r- 

75/, *V—2-=-'y-l-' f/t") 75/, (^^f* 
-3-^^-1 75/, dr-^- 4 -^y- 1 -J/U) 75/, 3r 

f— 7 5 /, (4 -/ f-jV^y^- 3 -^V- 1 — (M 7 

5/, (4-/^-<^^-3-^^-l-^^) 75/, (r<f2~ 1 -xy- 
1 — f/W 75/, (—7°^- 6 -xy- 1 -4M T5/, U-^-l-^x 
75/, {*??-7 -=^y- 1 ->f A) 75/, (/7— l-^>- 
7 5/, (/•*— 8-31^-1— fA) 75/, (f**- 1 ~^y- 
1-4 fr) 7 5 /, — fyv) 7 5/, 
-1— f/u) 7 5/, (^r*- 10-xy-l — f /V) 75/, (Kx#-1 
-rev- 1 --f A') 75 /, ( K7**~ 1 1 ~^y- 1 <A) 75/, (bV^f 
*-l-xy-i-^;H 7 5/, ( b V - 1 2 -*y- 1 — f/V) 75/, 

(7h77*-l-3.^-l — (M 75 /, (7h77^-l 3 -31 V- 1 
;U) 7 5/, 1 -at^.- 1 — ( ;V) 7 5/, (^7^-14- 

xy-l-^^) 7 5y«©C 2 -C 1J ©E«^Xfi:^Si^N-7/i'^ 
-7 5/ga^f btb5„ 

rN-7A^=A-7 5/Sj turri, «aixL«> 17^75/, (^-1 

-/fy-l-/ fA) 7 5/, (7o/-!-2-^y-l-'f^) 7 5/, (^-1 
— fy-i- T/W 75/, (zf#-Z-4 y- l— <AA 75/, 

yct/N- 2— r y- 1 --f;v) 75/, (^v^-i— r^-i — r/w) 75/, 

(^y* -4-4 y-l -4M 7 5/, (^rir— 1 -4 y- 1 ->T A) 7 5 / , 
(^ar-7--5— f V-l— f/u) 75/, (^--l-^V-l->f;K (^7° 
(y-l-' (*>) 75/, (is- 1-4 As) 75/, (#■ 

9 $ — i — { y— 1 —4 AS) 75/, (yf-i-4y-i-4M 75/, (/ 
*7*— 8—4 is— 1—4 A*) 7 5/, (^-l-'f^-l-^) 75/, iff* 
-9-4 y- 1-4 M 75/, (t?y7 t *-l-4.y-l-4A') 75/, (•> 
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>TjJ — 10 —4 y— 1 —^/v)T$. y N ( Kf* — 1 —4 —4 ;U)7^y, 
(Kx^-i l — f >--i — r/u) 7^y, (Hf^-i-^y-i-^/i.) t 

7-;y, (x h7x#- i — r i 

rN-y^D7/V^-7M;v-7^Sj (v^n^nt 0 

/vy^/W 7^;, (i-y^n/pt>xf/i/) r^y, (2— s^ni/ntr*, 

^7^) 7^7, (3-^P7'n^V7 , n ^) 7^/, (4-y^n/pt 0 ^ 
^fVl-) 7 n / ^ (5-i/^P^ntVWyf^) 75 y, (6-^P^nlfy|/ 
^3rvvV) 7^/, (^n/f^f/i/) 7$y, n^i^vM 7- 

^> 7$ y N a^fvMfvl') 7^/, (i/^n 

^Wf^T^y, (2-~>^ n^vvi^^vu) 7^y, 

=af->/^Dtvu) 7^y, r^y x (iy^n^y^ 

/M7VU) 7$y s (v^n^^vwy^) 75 y, 

7 5 y^^)C 4 ~Ci 4 WN-iy^ xiT >\>$r>V-T ?^*}V-T % / &&&tf 

rN-7y-^7^ ygj tLm 7x^7^, i-^-^^t 
5y> 2-t7f/t^7^y, 7yni^7$y, 7xtyhy;w7^y, 7-1-7- 
7f 1/^7^ yf <7)c 6 ~c 14 ©N-^y -7y -;u7 $ ysw kft*. 

rN-T7/^/V- T5.ymi fcLTtt, Mtll ^/U75y, (l - f7f 

/MtVu) 7^a (2— 7$y, (7^h7t=/vy^) 7 
5y, (7xfyhi/^/Mf/v) 7i/, {T±1-7°?u-jv*<f-;\,) 7?y, 
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(i?7xr:/Mf^) 75/, {1-7 757, (2-7i^) T 

5/, (1- ^JV) 757, (1- zcf-tV) 

75 7. (2- =771/) 75 7, (2- (2-^77/1/) ^TtV) 

757, (3 -731=^0 tT A/) 757, (3- 7nfA0 7 

5 7, (3- (2-t7f/l'),7'n^) 757, (4-7x=/l/^) 75 7, 

(4- 7*7/1") 75 7, (4- (2-^7^/V) 7f;V) 7v/, 

(5-7x=^7f/H 75 7, (5 - (1— J-^TvV) ^>7/V) 7 5 7,(5 
- (2— 7" 7 77V) ^^7/W) 75 7, (6-7xs^W) 757, (6- 

(1—*- 77710 ^=3r^/W) 75 7, (6- (2-t7f^) ^*->7lO 7 5 7^ 
£> C 7 ~ C j 6 ON - 7 7 /W^r/U- 7 5 7 S^tf b tb 5 e 

TN, N-v 5 (^flSTK*) -7 5 7SJ iltli, T7 5 7*J © 2 

TObyJc&Sj -cem^^c^splfbtu, N, N-^7 7/^7 5 7 , 

N, 'N-i^aW^A N-xf^-N-7W5 7, N, N-i?-n-7° 
p tW7 5 7 , N, N- vM* y 7n tVV7 5 7 , N-7 V -^N-7W 5 7 , 
N- (70^-2-^^-1-^^) -N-/7/KT5 7, N, N-v^n^s 
3r^A'7 5/, N-^o^/P-N-^W^/, N-->^ n^^/W/ 
7A'7 5 7-N-7-7A'7 5 7, N, N-77x^/l/7 5 7 , N-/7A—N- 
7x=;I/75/> N, N-^7^-N-7W5 7 

rN-^rni-7 5 7Sj tLtli, T7 5 7SJ tf> 1 otK^^^, r~fn 
^«£$;h,fc£#W btb, m*.t£s (3-tToy 75 7, (4- 

t^y^n/v) 757, (2-fF7tKpf7-/i') 757, (3— f^KP = 
AO 757, (4-^p-7-/u) 757, (3-7==A0 757, (3-tfy^/V) 
7 5 7, (3 y A-) 75 7, ( 5 — f V K y AO 7 5 7 HOl^^if b*L5o 

rN-^7K^-N— -roI-7 5/a i ttlt TT57SJ ©2oOTki 

^Xltf, N-T^A'-N- (4-^y 75 7, N— (4-^^;V) 

52 



WO 03/103656 



PCT/JP03/07127 



75/1, ^^-7^-— 7^5/^7 5 *;W^;V7^1, ^^/W^^f. 
75/S, ^/V7t- 75/S, 7t-^7^-/75/I, &tfT!55£ : 
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I II-' I, 
H O R 
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a4 
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a4 



H O R' 
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* (co-ID) T'^^tiSS^^T', R a4 «*iitS)5S5: r^fotati- 

/u-T^ySj, R a4 ^— xnglS-efcsS?: n^-;&^2tf=/i, 

* (o-2D) t?***L5»©«f-e, R'Hmikfcmmx'hzm* m^ikm- 

^ (cu--3D) •c***L5»©t»"c, r 4 4 &mt*m&x fe5S?: r^toK*- 

5£ U-4D) T*«£;ft 5 X<£> R" 4 ^^b7K^£T* feasor rjftflsfc*- 
5£ (co-SD) R a4 ^b7K^S-C-fcaS?r r^-ftlTkSf- 

(o-6D) -e*£ft5X<£>*-e, R* 4 &m4b*mg:Xfozmz mikfcm- 

TS/SJ t$f-fZo 
^ U-7D) T^^^S^tft, R a4 d^b7K^-efeS*^ TOtlTK*- 

5£ U-8D) T'*^tLSS©*T% R a4 ;»fb7fct!f2T-fc5S£ r#<b7fc*- 
^/k7 7 =/v-ft*M*-/P-7^/iJv R a4 ^^xnii^-Cfe5K?: r^. 
r 7 -;w-f t*/i/^=/v-7 5 / SJ i:lFt5„ 
^ (o)-9D) T**£;ft3S<7)*T\ R' 4 «*flt'fe5l$: r'N-Jttfc* 
Sf-;*7/W^^/i^_U R l4 ^7alSt*fc5S^ Tn ^T-ogl-*^^ 
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FN, N-v* rngl) -#/i^E-</W-T 5 /Sj, R a4 2SgSHb7k: 

5£ U-l ID) -W3*L5£©1»-C. R a4 ^jb7K^ST&5£^ rN-ftfc 
^-fsi-W^^-T? /Sj, R a4 ^^xn^S-efe5S?: TN-^y 1 

5SU-1 2D)T**^tb^«O^T%R a4 ^TJ?R b4 ^'fb;7K«-C-fo5S^rN 5 
N-S? (KflS**) -ft*M^^-7 5/ij, R a4 ^t5R b4 ^-sxP^ 
TN, N--^ (^xn^) -fttA,*^ A?-T % /Sj, R a4 

-T-aJ-J/W^^/U-T^/Sj, R a4 ^U ; R b4 ^-^fC^oT, *r;h, 

^ (o-i 3D) T?3R$tt5So+"T?, R a4 a^{b7kiifgT-fc5S£ rN-^fb 

i-^;U7r ; e'f^-7^/Sj <t^-T5 0 

5S((»- 1 4D) x*$t£thz>m<D<pT\ R> 4 %LTfR h4 fcmk*Bmvhz>m* 

(#Hfc*3t) ^77^^-7Ulj, R' 4 rc;R l4 ^fniSt^5i 

£ tn, n-s? hfaf) ^^^r^-r^-T^ySj, R a4 ^-fb7K^£-e 

fcD R b4 ^^7 i niSST-fe6£lr rN-^bTk^-N-^n^-^/V^ 7^ 

tfticn^r^ys-cfess* W^y-^7^--;i'-7>ySj if* 
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5£ (o)-15D) X~3t&tl5&(D*X\ R a *tfmb7km&X~hZ>M* tN-fcit 

nI-^7^t^^;v-7? /SJ 5 c ;5£ (co- 1 6D) tr^tbSS 
W4>-C% R l4 MR b4 «*iStfc5S^ FN, N-v? (^fek*) 
yj-r^rjjv-T^ R j4 MR M ^rDSSt*fe5M Tn, N-i7 

(^rn^) -7/i/7^fW;i/-7^ R a4 ^ft7k*S-C$>9 R b4 tfv 

^xn^£-C£>5££ FN-^«^-N-^7 i nii-X^7^^-^-l'/W-T5: 

it (<B-i7D) -c*^^tL^*w^r% R* 4 &mkikmmxhz>m* tmitfcm 

3t U-18D) -C*$tL-5S<7)^T\ R a4 ^^7K«*-efe^^^ F^^tK* 

-^->-^^7^=^-7$ /&j fcffc-f-So 

SU-19D)fi $ JidSott, R ' 4 XXfR>*i>*fc<k7k%MXhzmZ Fo , 
O' -5? (mtfrm) -7*-^7*-/-75ySj, R a4 &tfR b4 ri^-rn 
ft^T-feS^S: FO, O' -v? (^td|) -7*-^7i-;-7$/i)» R 
a4 5$^{bfc*gT-fc!? R b4 ^fnfit$)5SS: Fo-^kzK^-O' — ^ 

5£ U-2 0D) -C'*$tLSS(7)^ T% R a4 ^^7k^*X*fe-5S?r F^jbTK^ 
-^7t-^-7^/Sj, R a4 ^xnit^-efo3S£ rofS-^^ 

5£ (o)-2 1D) T**$^5S^ + -C\ R a4 ^J*{b7kigS-?&5££ r^ftaK* 
-^;l,7^^V-7^Sj, R a4 #^^n^-Cfc5££ r^sfoi-^7 
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_kl25£ (o)-lD) Jbm (o>-2 1D) X*&£3n5&\Z.i3tf % T^tK^j £L 

-as, ±ia r^b7K*Sj <t i^^k^ w btL^o ^ U-id) -c 

/V-7 5/$> ^ DT^y^^-*^*-^-/? / I, ^tuTfr*. 
S ; 7U-^/^'-/i'-T5;S ; 77/^-*^*^-7v;l ; 
/S ; ryw-O-m^bTK^-^^-^-T^ e>tL5 0 ^T. 5£ (co 

-2D) ((0-2 id) -e^^tioS^iRiiiT-fc^o 

±1B5£ (co-lD) 7bm U-2 1D) T**£;ft5SK::i3tj-5 r^n^j 

-m, ±ia r^rniSj ^ns. mtf, (co-id) t* 

t v -^^^-75/1, I^#i^tb7 y — /wfr/u/j?— /u- 75 y 

*^-1l>Vi£-jV-T%J 1 &frmf btlZo £*T, (co-2D) (co-2 
ID) 35 S. 

±|S^; (oo-lOD) ( ffl -l6D) T?^$ix6Sfc*3»t5 W5/J 

/V) -7 5/S, *J (7*7*— ;v*/u) -T5/£, (#/w^-f /v) — T 
5/1, (^TJ/W^^/U) -7 5/$, 5? (^7 7^^) "7 5/i, 
V (7^7>ft^;i') -75/S, (U/viS**/) -7 5/£, ^ 
) -75/S;^ (7*— /) -75/1, 
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-»a5 



2 

U-3E), 



-N-fc— O— R a 



2 



O O J 2 

U-5E), 



2 



N-fC— S— R aS 



O / 2 

N-f-C-R^ 

U ) (<a-6E), 




U-2 1E) 

2 

a: (co-ie) -e«£*b5S-c\ R a5 #j5Ht;7MfST?fcsS£ rif^.(«fls7k* 
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5$ (co-5E) x~m£tiz>mx\ R'Stfmkfcmmx'hzmz rtr* (m^it 
^ (a)-8E) -c*$tt5Sr% R* s frmfc*mmxh?>&z 

rtf* (/sfBi-^^77^-ft*^ ^) -75; /gj tW$~z>o 
a (0-9 e) T-«£ft<5gT\ R aS #iKfc7kfSfS-efc5g£ rt** (N-^{fc 

^Sf-^/l^fr'f R^^^n^S-Cfc^S^: (N 

* (to-1 OE) -C*£ti5gT\ R a5 j5Lt/R bS ^b7kmS^fc5S?r /t^ 
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[n, n— v 5 mtT^m) -%)\"^4>v\ -r^ymu R a5 wR b5 ^^x 

oiStfo^S^ rtf* [N, N — v 5 (-xnpt) -#;w«*>f A/] -T^/SK 
R^^^kTK^S'Cfe'? R b5 ^fniSt*fc5II: rtf^ (N-|*Hb7kSf-N 

5£ u-i ie) -e*$tL^S-c% R a5 ^^7k^S-c*fc5S?: rtr* (n-r 

5£ (a)- 1 2E) -e*$tu5«X\ R a5 SL^R b5 /5^b7K^«-efc5SSr rtf* 
[N, N-v? (ifcft;**) -^rf-tf/W^^/i/] -T5/2£j\ R a5 S:U ? R bS ^ 

-foiiT'fe^si: rt"x [n, n-^ KpD -^^/w^^-r/p] - 

7>/Sj N R' 5 «7klIt'fc5R b5 ^fnlI-C'l)5M IV* (N- 
R-ffc**-N-^ ^n^-f-^/w^^) -T5/£j* R aS ^U ? R b5 ^- 

3t U-13E) T^$tb5«T% R aS ^te7kfff^£>5g£ rtf* (N-& 

/ftaMtf-^A'^r^A') -t^/Kj. R* 5 ^Dilt-fo5Ilr rtr* (n 

5£ U-14E) -e^^tL5St% R aS &tfR b5 #^7klifiT'fc5S£ rt^ 
CN, N-s? (£Hb7k3f) -^/V77^/H -7 5/Sj, R" 5 &tfR bS #^ 
fpSIt*&5S^ Ttf^ [N, N — v 5 (^nJB) -^77^^] -TS 
y«J, R a5 ^^7K^T'fo«?R b5 ^xn^ST'^^X^ rt*x (N-R{b 

5£ (co-15E) -e*£ti6»T\ R aS ^«^ST-fo5£^ l"tf* (N-ft 
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S;( ffl -16E) -e*$n5ST% R aS &tfR b5 ^ttltST-fc5££ rtf* 
[N, N-v 5 (^-fb7K«) -*/U7-f -T^y^J, R' 5 RXIR b5 tf 

— xu^T*fc5££: rtf^ [N, N-v 5 (^xn^) ^W/Kl - 

T^/Sj, R a5 ^^>fk7K^ST-fci9R b5 ^^xn^ST-&5S?: r tf ^ (N- 
^7K^-N— TPi-^^^fW^) -T^/Sj, R aS &tfR bS 3S- 

5£ U-17E) -e^$*i6ST\ R a5 ^^k7K^«-efc5S^ (^tK 

5£ U-18E) X*«$n5ST% R a5 ^{b7)c^«T-fo5S^ rtf*. (H-ffczk 
^.^V-^^^ -75 ySj. R a5 fr^ T-am&X'hZ&Z Tt'^ 

S(o,-19E) T*a$n5ST% R a5 &tfR b5 ^M{fczk§SXT*fe5X£ 

[o, o' (mtfcm) -7±-x7*-;i -r$;m. R a5 ^R bs 

Ttf^ [O, O' -'J hfnf) -7*—* 7*—/] 

S: U-20E) -e*£ti$ST\ R aS a^b*?ifgT-fc5^£ rtr* (^{bTk 

3* (a>—21 E) T^$ti5ST% R aS av^ttitS-e;fc5g£ rif* (#Hk7k 
Iff-;*/V7^~/i') -75/£j % R ,5 ^foIltfc5S?: (~. 7p 

g-^7^^/V) -7^/ij .ttt2)o 

±!25£ (co-IE) (co-2 1E) "C*Sii5*fc*5»t5 r^fcrfc^j it 
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thc, ±is mikTkm&i tmmomimtfbtiz, mz.&. a u-ie) t* 

m&tlZ rtf^ .(Jftft;**-*/^^) ttm ^ (7/W* 

T/^*y^3i=./u-^;/U/K=^) -75;S, tf^ (v'^p7/K/1'-7;^;v. 
-#^tK=/v) -75 /£^<Dtf* (fllK^fbTK*-*^^) -75/S ; 
tf* (7!J-;^^^=^) -75/£;tf* (79^-*^*=^) — 7 
tf* '(aaflMlsiitt'ff:**-*^*^^) -7 5/1; \?x.{xv*ma, 

-75ygflSptf bft*. JEAT. ^ U-2E) #S (©-2 1E) -C^£*tS 
±|E5£ (co-IE) (o»-2 1E) -C*$tt5Sk*5ft5 ^fnfj it 

-cttx ±12 r^f a»sj. £H*n©S/^f btv^p 5t U-ie) t- 

(11^70 7!)-^^=^) -75/S, If* (i^#l^rn7!) 

5/S, If* -75/S^*Sffe 

^ U-2E) M (co-2 1E) -C^StbSSt^-efcS- 
JhESdo-lOE) U-16E) -C^£*lS»-*5tt ; 5 T^T5 7j 

±is rusts? (r^) ^tut, 

S&75/SJ i»-T5. ±12 rN-ftfl2**-T$y*J, l"N, N— 5* 

(#Hb7K3?f) -75/iJ, rN-^roI-75/Sj, rN-^k7k^-N-^ 
rnl-75/Sj, r^T5 7Sj, rr^-7 5 7Sj. W (7v^) 
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rat-, ^^^2^v>L5fijg^oxv^ig^£^a*-f-5o ±b r±m<D 

^gc£2B. 1, Z-i/W^^-UlsOlW^^Zm, 1, 4-7^^1/^(7) 

[2«i¥C-i] TiBst : 

— 9=9 — — c=c — — 9=n — N=N + — 

I I I N=N | 

H H H O- 

[2#£I¥C -2] TfEiS : 



-s- 



O H 



II — s— — c 

o || I 

O H 



-C C C C=C 

II II II II — c=c- 

O S N — H H H 



C=N— N N=N + — 

| | N=N | 

H H O" 

m 2 mm* 2fi»±g^t5.s^, z-mzm-xh^x-bmiz^x^x 
±15 r^m<Dw^m>2tj:^is5xhz>m&m iim rtmu 
mmaXvmiR&tizmxhz. . 
mammal tie^ = 
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H H H H H 

-C-N — i i i »i 

11 i — C-N-C— — C-N-C-C — — C-C-C — 

OH* ii i i ii i i t it i i 

O H H O H H H O H H 

H H O O 

i i n — M-C — 11 

ii i i ii i HO> 1 11 

OH ' H • OH- HO- 



H H 

-C-N — — C-N-N=C — — C-N-C-C-N— — C=N-N-C — 

II II 1 I It I I 11 I U 14 A 

HH> OH H, OHHOH. M 



H 

— N-C-N— — C-N-N-C — _r-w-M-r— — C-O — 

I II I II I I II 7T . . 7 11 

HOH > OHHO. O H H H ° 



H O 



H H • / ^ H O . S-V ^ 



-C 
ii 

O H H 



O 

m-b&miat, ties; -• 

C— N 

II I 
OH 

^^m^&Mf&^xh £v\ i©ip^itLtit — Jtt* (i) -c^£*l 
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Br 



S^S^L-CV^k iv^v^r^/i^ S^S^UTV^x^ iv^/v-^ 
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X % <£ V ^ ;vs<^£4 A'g 

TIB rg^H 5 - 1 a j ^-fS^W^tL^o 

.fysafy^S [(fy (tfn y 1 - 

WVw) *A/aK=A/3l, y fl/Vtf-Zl'g C*7V'7**-.y 

(4-^^/Vfc°^7^^- 1 — (*) [4- 

y v 5 ^- l — -Y^) ^uatf^VUs 

TV^t^v^-rnf^-^/M^/i'Sj 3Cfc»a»cf4, rsfcV>L6 

i-^/i.) $jU7$=./vm, C4- e^y^v-i — f/kl 
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X^Xh £^#/w^e-f^£j XtbZWfBr, &W^<D^fcmt LTfi, T!S Tft 

N- (31 Y^^tisu^^su^=f-su) #/w-^^yt^ N— (# A'zt?^--/ 
^fvv) ZsUs^J sum, N- (1-^ b^v^/W/i?— /u^/V') jfr/W**^ /l' 
N- (1-^ h^v-^/W^/V- 2 -7x= /Uaifvl') ;&/W<^/l^ N 

- [1— 7» h^v/^7^-^-2- (t e r t h^rv';27/M?=/l') ^sU\ 
^/W^-f/l^ N- ({N- [1- (t e r t-T'F^^/l'^) —2-7 
x.-jV^JsU] ^/i^^E-^/W */w^^/H, N— {[N- (l-%sU 
tf?^- 2— 7^ — sU^sU) tisU/^4 sW\ #/W^^/kg, N- ({N 

- [1, 2-v* (t e r t h^^/l^-^) jJSUs^J/U) * =f- 
SU) %/V/<*:s( sum, N— {[N- (1, 2 -i^/M^S/^fvV) l3>Us^'(sU\ 
^f-sU) #/W^^/US, N- ({N- [1, 5-v 5 (t e r 1-/^^^* 

-<^5vKl ^7yW?^e^f/W J-J-JV) lisU/^4 sum. N— 
^77^^) ^.xrvw] #/w-^^/i^ N, N-v^ 5vv-#/w-^-f sum, N, 
N — i?3L?'/ufj sU/^4 sum, N— /f-su-N — y ^—suXsU/^Jsum, N, 
N-fcf* [(^ Y*\/Dsuifs=-/u) *f-su\ tssu/^^i sum, N, N-tf* {tssu 

7$3ci/j-?SU) j3SU/<^s(sUm 

±l5Aco^{c*Dtt5 tW&m^^X^Xh X^Tissum} rg^^r^rb 
X^Xh X^Zsu^sfsumi tifc^f^ 3E Tn, N-^g^/^ 

s^sfjum] xhv, ftK^mmaz, n, n-s^?vv;&/w^/i^ n, 

xv^t j:v^k7ic*-*/u#-^sj xhz>m&, Wt rmtTkmrni t ut»\ 
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x^xhx^mkTk^-x^-'^ixhzM&.fmKmvMrfcMk ur«, 

TIE rg&£p5-3aj (d^-TS^^Jf bft5„ 
Cem£l¥5-3a] tV^n^/v^ [(2, 2-v ? yfvl<0 ^ntft^], 

/VT-fe^S, (3, 4~y ^l^-^Mr^zr::^) T-fe^S. y h^r^T-fe 
5vt-X, T-fe hdr^T-fe^S. y^J tri/T^/V^ ( 4 - {7 p u 7 :n J **y) 
T-tf-fr^ (2, 3-v 5 ^ ci U7*; T-fe^/^ 2-7x/^->^nt 1 
st-frm, 2- (4-^n7i7 ^y^y/W^ (ter 
^A-ztf-A') Ti?5vi^ 3- {^i>/vjr**y2i;i'iS~;v) /nft^/H, 
3- (fc°^y #/V7if-/l/) /nft^l, (T-t^T^y) T-fe^S. 
[(^^^^-^v'^^-zl') T 5 7] Tir^S, [( t e r. t h^v^/V 
tJ^u) 7$/] T-fer^S. T^/Tir^/vS. 2- [( t e r t-^h^v^ 
/U7j?^W 7*5 /] ^ ys<UV 2-T 5 y^W^i, 2-[(ter 

t -7 K^^/I^—A-) 7^/] -4-y ^vW^y A^ 2-T^y-4- 
2- [(t e r t h =*r v'^/l'/Jwl') T^/] -3-7* 
r^:/n fc^-A^ 2-7^ 7-3 -^rc-yi^ypfc^-A^ 2 - [( t e r 

T 5 y ] - 3- (ter t-7F^^;^^) y° 
nfc°;f=A^ 2- C(t e r t-^F^f^;^^) 7?/] -4 - (ter 
t - 7* h ^-v^A^^A-) 7^ V /i^S, 2 -T 5 J - 4 -^A-**^^ y A-S. 
2, 6 -If* [(ter t -y* h J^#~jU) ^3rf-y -f /^ 2, 

6-i?7^/^ty-f/H, 2- (2-[(ter t-^h+^/U*'^) T 
5;/] -3-7^-/V7°n f^-^/w} 7$/-4-^f;w<!vy/i/S, 2- (2 
-T 5: 7 - 3 - y zz~jVy° n t°^7U) T 5 / - 4 -y 5vW<? UJJ 2 - { 2 , 
3-^ [(ter t h^rv'^A'tf'-A) 75/] /oft^} 7?/-4 
-y^yW^l/y^S, 2- (2-T5;y-3-^^**^riy7 P nt 0 ^--7V) r^y 
- 4 -y ^/W^ y A^g, 2 - { 2 , 6 - tf* [( t e r t — y* h * 9 sit 
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7* 5 / ] ^3rf-/^/H 75/-4-^f/MHJ;l/^ 2- (2, 6-i?7$ 
/^drf-/^) T^/-4-^JW<U])J^, 2- (.2 -7" 5 / - 4 
/MHI/V) 7^/-3-7x^V/nft=/H, 2- (2-75/- 3 

-ctt, ±iB^*ic*3ft5 r^k7k»sj tmm<nm&m\f bins, 

±IBA©S«|&*3»j-5 rflHft»Sr^TL-CV^-CtJ:v^T'>/HJj # rg&X£^L 
±SA©^»|c*3»t5 rg^^U-CVN-Ct>«tVVTi/;^J ^ r5fcV\L6Jl 
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7t&S©jyfc#l<t tTte, (fn y 1 -4 a,) * jux^/um, X=tj\s7*- 

Vis- ^^/J?-/VSx (4 -^/H^? *J:s— 1 ^7/V/}?r2/V 

Pv'y-l—r^) N, N-v'^^/V^/W^^-^/U^ N, N- 

v^^/L-^/W^-f /i-X, N-^f/l'-N-7i=;v*/w^ N, N- 

±|5A<D^tC*5{t-5> rg&S^L-t^-Ck «tV^C 1 ~C 6 ©7 r /V^Sj © 
rc 1 ~C 6 ©7'/Vdr/i'£j Hm 0!ix.fcf. n-^otX 
-fy^n fc°/V\ n-T^vK W y7*5vK sec -:/^7K tert -T^K 

5vK 1 , 2 - i^y ^vl^n tVK 1 -ai^/K/n fcTA\ n -^v'/K 4 - ^ 
^vWOfvK 3 — y ^-./WO^K 2-^^^^, 1 -t^W^V^/K 
3, 2, 2-v^fvl^fvK 1, l-i^5vK/?vK 

1, 2-i/y^/vy^/K 1, 2, 3— S^Tvl^/^K 
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±mA(Dfemz3otfZ) rg^£;jprLT^Tl> J;V^C 1 ~C 6 (Z)T/^^/^SJ (DU 

^a-x. [(t'^y ^-^v-] c{[(t°-<y i 

T-Asl* [{[(^e^^^- y >--4-^/u) 77,i^^/i/| ^^S3. ({[4 

({N, N-tf* [(^ h^^^7K^/U) ^fvW] ;&7W^r^} ^-^v-) ^ 

2-fc Kn^Vxf/H, *-h*is*/i'tf=-A')*?-A'&1iA>&*i/*?-A'& 
(s<l/i?/V$-**sJj/Utf—/U) /^-/vm. 3, 4, 5, 6-T hvT± h^-is- 

±lSA©^tttc*5{t5 r||Sa£Sr^rt"CV>Tt)J:V'»C 1 '^C 6 ©T^/l^El £.L 

p<5vl^ [(^-^7^-— y y jj;U-tf=.sl<) ^-^v-] ({[4- (^hdriy 

%/Vt£=.;V) t^yv'y- 1 -^/U] $/utf=.;U} * ?-}V^ {[(4 -77 

/M^v-fc°-<y v^-l-^/u) t7,m^/i/] tf-*^} ^f;vS,"({N, N-t' 
^ [(^ h^yS/l^— /l-) fvu] tf/UX^ yl^} ^-^r^) ^^vUSk {[N, 

d©J:5Jto*£\ (I) 'C^^tL6'fb^^3i^W!li: LTf4, TIB 

5£: 
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X-E (5£<K XXt/EI4±fa£»i:lRHfcTfe5) $ fei-g 

&m*^vx^xh£^Tu-y} (d rrw-yj tint #ata:xr±3(g^#- 

t7^l/y!lf©C 5 ~C 10 ©7^tfe5, -^if 
\zm^&^hx^^xh^Tu-^i <d rg&^j t LTtt, ±12 rg^£ 

te-tzm-S; ztiibizm-x&'DX-bmtt'ox^x-h 
±iaptz<7)£fi{-*5tt5 r^-o-A (5£<K Ate±iE£ft<ti^-cfc<5) 

icg&S£;prLT^T'b.J:^7l'~^J l"5£-0-A (5£*, Att±l5^ei: 
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tiZm<DttL\z£ tb^M&g&^LX^Xh iv^^if^j -e^sm-a-^ SSI- 
It rsfc-o-A (5£<K Att±E««fcWllT?a)S) &tf5£-x:-E (5£*> x 

Sr^i-S^^^SIlJ "CifctK Il^llcfj:, rS;-o-A (5£<J\ Afi±l5^» 
Wcff»KlW: % '/NnyvlSC^RtFt e r t C(l,' 1— 5?*f A-) ^ 

±.mkzv>%Mte.&rtZ> rsS-o-A (5£*. Ari±fBj£tti:P]£reifc$) 

5£-X-E (5£«K XXtfEHt±fla»!:PHIt?*>5) X^^ttSSOflfejc^ b 
fc«gy^#L"rvvrt>J^:ri'— # r^-O-A Afi±fE£«£ 




(I z — 1 ) 



#T125£ (I z-2) : 
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(I z-2) 



S£R l £j&s-C£5o R z tb-Cfi. #5gf^ TIB nt&Sipy- 

2 zj ^fea^$tl/5*t?*)5x JEKlffiSfcBu AP^^TOlft e r t -~f . 

[gmSl¥y-2z] ^nyyfi^ t e r t-^;H, 2-7x=;Vxfy 

5£-x-e (5£«k xRTfE\i±.tzfemtmmx-hz>) xmisnzmoM^mz 

ft-CfeS) XiRtfEtt±te£8fcIUifc-T?fc5-) Tf***b 

5 £ (Dffi K X KHE&£ £ # b T V * T h X V ^'7 * Wat J T? 5 *£\ tt > 

HRZ©^SI^»t5 T^-O-A (Sj«t» % A(i±|2^»i:I^^T*fc5) RtfsS;- 
X-E (**.-X;&tfEr±±Saj£gfcl^£rCifcS) bfcW 

iStitc^T n ^ 1 * ^ b 3 <ttl fi-&tr¥lt*XW:*^#ai3ft** 

M^V—Mk* 1, 2, Z-**1r*?TV~—tV^ 1, 2, 3-^7^7/ 

-y^,' i , 2 , 3 - h v r y-/m, t° y v^m. t° y t° y 

flt % 1, 2, 1, 2, 4-hU7^ 1H 

-r-eevat, i, 4 -^-fe treats i, 4-f7f^/i,'<y/77yi, 
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^y^y/77yf> Cb) 7*7 *>m, *<^/ Cc] j-j-y^ym, 

y h'-^m, 2H-^y-fyK-/^ lH-^yy/^i, 2H-- 
^-/^ ^^✓^f-^-zmt, i, 2— <^/>r 2, 1 

2, l-'<>^yf7/-/i'I, .1, 2, 3-^ymt^7/- 

/>St, 2, 1, 3 ^mtS?7/-/H?t, 1, 2, 3-^y/f7^7^ 

— zHIU 2, 1, 3-^y/f7i?7/-^i, lH-^/MJ7^I v 

tyjyg, ^/^f-f-y^ 7^7i?^S, ^7^y.5?^H, 1H-1, 5- 

7— jtr/vtfyvflk T^ys^gu 7x;f7i?^ 7^ 

utii, ±ts t^tK^Sj ©jesfc&tts rry-A*] fciHM*0*a«l*rre> 

±|EE<D^(iljott5 rgi&g£;£-LWT 1 k<fc^Ty-/l'£j © Tfi^j £ 
£»tfbft5o ^g&S<£Ty-/wS±T-<7)g&teg&#t-Pg££;M\ ^* 

±lBE©£8fc*5*t$ rg&g:£:^LWTt>J:^Ty-/i^j # r^g^ac 
=/uSJ fl«4*©Af*:«i LTte, TIE rg&Si$5-l ej K 
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te&S^S-le] 3, 5 -If* {hV7A^JtX3^f-jU) 7 3, 5 

~^nn7i=./l/i, 2-^nu-5- ( by 7jv^n * ^-jv) 7x=;wi; 
3, 5 -If* [(1, 1— 5^?7U) 7x^5, 2, 5 -If* 

2-7 1 h^rf— 5- ( h 9 7^*o^f^) 7x-;pS, 2-^no-4 
- (Ml7;l/tn^f/u) 7x^;H, 5- (1, 7*o tfyw- 2 

-7x/^v'7x-;H > 2- ( 4 h ^'77x / -5- (M)7/Vt 

n^^/V) 7xi^y^S 

2 ej \z^-rm^mf bhz> 0 

[«&SSI 5 - 2 e ] 2-^nn-5 - ( h y 7/W2ho ^ ^/U) 7x=^i, 2 , 
5-tf* (MJ7/VtD^f^) 7x=/H, 2-^h^rv--5- (h !J 7^t 
npt^vP) 2- (4-p« h^7x; ^r^) -5- (F!)7;^p 

±|SECD^{d^^5 rg^a^LT^T^ J^Ty-yl'Sj ^ T2, 5— 

i^7x-^sj -ehz>m&, 3EK»aRitt, T2, 5-i?ffife7x=/vi «&u 

TIB rttSH«-3 ej a» b^ftStuS !K It^lirii, 2, 
5 -If* (MJ7;vtn^f^) 7x^gtJb5, 

" [gmSHS -3 e] 2-^pd-5- (h y yivirn^^jv) 7 x^l, 2, 
5 -If* U!J7;l/tn^f;v) T^^/wS, 2-^h3rv'-5- 
P^fvV) 7x=/VS, 2- (4~7< hdr^^x:/ =fri/) -5- (h!i7/^o 
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4 ej \Z.&-fm&Mi? tbtlZo 

[g^SS¥5-4e] 3, (MJ7;Vtc^f^) 7i=/H, 3, 5 

-•/^pc7x=;H, 3, 5-tf*[(l, 1 -v^^A-) ^3vKl 7^=^, 
3-^ h^v--5- (h!)7/wto^f;i') 7s=;H 
±12 rfflftSSr^LTyvcfciv^Ty— # rs, s-^fifc^^Sj 
Ht-Mi-t^ r3, 5-^gi7i=;H emu iiM©^^ 
< 1 1 ifif±MJ *7fr3&^foz)ivib*) sft\zil\z&M\zft. Tiara 

mSIf 5 - 5 e J d^gi^$tb5S-C*>t>, *t>»S»::t4, 3 , 5 - \f* ( h y 
[t»8-5e] 3, (M)7/^0^f/l') 7x=^S, 3-p< 

±SBE©j£|gU:*3tt3 ' rg&g£^LTVvr i l>.J:V>Ty--vi'£j as ^/I^7 

E©£*fci8tt3 rg&££^L-C^-C 1 bcfcV^xtiTy-A'gj © ^fnj 

y-/i^sj turn ±ia r^fniij <d its w^fo7D- 
a-Sj r^»-fn7!) -/usj t pfiios^rf fens. ffaittt, 

±fBE©3£»^*3»t* Tg^^LTv^^vwrnry-^Sj o Tg^ 

Sj t ttii, ±12 rg&s^L-cv^'b «fcv\i ©jfcUfcastt.a rg&gj £ 
ra*os#*rf fens, iEMo^rDTy -/i-m^x^m^m^m^m^. 
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s^^■LTv^rt>J:v^^T^/ y^xj t-*>5$&3\ icMtft, m&mz^L 

j\>&\ vh V , 4- C(i, l-^^/u) if^] 

-5- [(2, 2— S^^TU) ^bW^] J-Ti/— As- 2 — <f /I'X'C'fcSo 
±ia-jR5* (i-l) T?*£ft3fc^*te^TA*ttfcR9i1-3. 

-kieA'^eic&tts rgftg£^LTv-ct>.fcv>7*7/i'£j am Mtt 
±l5A 1 w^{^tts rg^s^LTv>rt>J:v>7^Xj # rg«£fr# 
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ft, JifBjtttKi&tf 5 T^-rn^Sj il^iloSiWff bftS. 

\ts TIB rg^£f¥ 5 1 - 1 a J {c^-t"S* s ^ff fctiS. 

*-i a] ==^/>f/uX '[(try ^-3 — f AO tf/PJiwi^), 

y i?^- i — ^fAO * a£ 

-Cl§£-LTV^2£j -e*>9\ flrteJEtyifJSfciW:, ( tTn y v>>- 1 — i A) Xfrtf 
=A£, (^7t-yy-4->{^) tfA'tf^A^ (4 -^Afc'^v 5 ^- 
1 — rA) #A#=Ag, [4- (3i Y*^J]jVtS=.;v) tf^y^V-l — fA] 
tjA/K-aS, (4-*;^>^fc°^y ^:/-l—fA) #Atf;~Ag-e£>i9> ft 

Jiiba 1 5 ra^ssr^ru-cv>xt>iv^7'v/i'*j # r»&g&^r. 

LTV^T<b«£^#A^^ASj T?fc.5$&£\ M&g^ft^It LT}*> TIB 
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5^^/v) ^/w^e-Ot^ N- (1-^ b^y^/i^-A^^) ^yw-^-f 
;i/j > n- (1-^ f^f^;i/!i?=/i'-2-7i^vxf/i') ^/w^^f/i^ 

N- [1-^ Y^i/^/^=-^- 2- (t e r t-/h^V^^) ^5v^3 
^yW^^yl^S, N- ({N- [1- (t e r t dri/^7^^-/V) -2-7 

!-/l/xf;l/] #/W^-f/V} #/W^-f/kS> N- {[N- 

7j<^^- 2-7^=/w^f-/v) ^/w/^^/k] ^5VW ^/^-i'/vS^ N- ({N 
- [1, 2-5? (t e r t -Zf Y /ViS-fr) ^fvKl U/V^^jV} 

>V) jj/W<^4^, N- {[N- (1, 2 - S^/HJ?*^^) #/w^e-f 

#/W^^/I^ N- ({N- [1, 5-5? (t e r t h ^rv^/l^ 

;l/7 7^;V) ^x—Zl'] ^/w^^^S, N, N-i/^ f;^/^^^/^ N, 

N~!f* [(^ b^^A^^A-) ^/w] ^/w^-f/uS, N, N-tf* 

^T^Tt) £V^/W^^/l^j t'fe^f^ HKfrilW*, l"N, N-5?g&# 

/W<*Jjumi Xh<9^ ftlllJE N, N-vo^A^/W^^/Ug, 

N, N-fc** [(^ h^^*yujR=/w) ^3vH &t/N, N-tf 

ltv n ti> <£ v^{b7kS— ^a^—^Sj t-&6#£\ % n^fbTk^J 
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[ITO 5 J -3 a] f^u^/vm C(2, 2-^7^) 7°p fcT;*-=/u£] , 

^HJ^ y^y 71^, ^o-yV/^S, 2 -7-fe h^-^y/'f /ug, 7 Z 

-^T-fe^/VS, (3, 4-^fWy^^7x=;V) 7-fc5vl^ 7 h^>7 
tf^S, Tir h^ri/T-fe^/l-S, ^^/^iXT-fe^/^ (4-^nn7 x ;^ 
7ir5vUg, (2, 3-^PD7xy^y) T-fe^S, 2-7^y^^>7" 
oW^^I, 2- (4-^nD7xydfi/) -Cyy^y/US, (t e r t -7 h 

3- (fc°-<y -^y^/u^n^) /oft^S, (r-fe^/uT^y) r-fer^v 

[(^^/l^*V7J7M?-7P) 7 5y] 7ir?vl^ [(ter t-^h^v- 
Tj/V;}?^) 75 7] T-fe^/uS. 7 5/7tf;H, 2- [(ter t-/h^ 

v-tj/v^/i/, 7*5: y] 4 y^uv 2 -75 y-f y^uy/i^ 2- [(t 

er t -Zf 75 y] - 4 - y 5vl^° U- U /U^ 2-75/- 

4-7^7^1^7^ 2- [( t e r t -~f h 3ri/$ ,Utf=.,U) 757] -3- 
7x=;l/7 , nk't-/l'S, 2-757-3- 7 31 -71^7° d fc 0 ^-^7U^ N 2- [(t 
e r t -7* N#->*/UxK=/i/) 7U]-3 - (tert -7* Y **yt> 
•7u\Zjr~>V&, 2 - [(ter t -7h*i/#/Utf-M 7 5 7] - 4- (t e 
r t -7* h^i/XA'tf— 7U) T^y/US. 2-7 5 7-4-#/U#>:77^y7l' 
2, 6-tfT. [( t e r t -7* h^TJ/l-Ti?-/!/) T 5 y ] ^3r1r7 -^/l^ 
2, 6-iyT^/^f-/4^m, 2- { 2- [(t e r t -7* 
T5 7] -3-7x^nt^} 7^y-4-^f/^l/y;H, 2- (2 
-7" 5 y -3 -7xn/l/7n tf^yW) 7 5 y -4-y ^JW<UV/uM, 2 -{2, 
3-^ [(tert -7\>* 9 s*fi'X-A') 757] 7n t°t-^} 757-4. 

-y f^uy/vi, 2- (2-T5 y- 3 -^7i^/K^i77 s P f^-=7u) 757 

-4-y ^7U^ uy /US, 2-{2, 6-W[(ter t -7* h >Vi$=./i) 
75/] — ^f-y^/W 75/-4-/:f/W^y/Wl N 2- (2, 6-:77 5 
y^dfUV^/U) 757-4-7 fvl^uy/l^ 2- (2-757-4-7f 
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±IBA 1 69^(d*3}t5 rg^s^brv^rt) J^tv-a-Xj # rg&g£^- 
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^D-^-l — (M jjjU7$-;lsm, N, N-v'/^/^/W^^'^S, N, N 
-i/^^Vlj)V/^^ N-/-^/U-N-7aL~/lo&/W^^/l^ N, N 

isEA^^ftjejotts, ^tt^S<l:^•bTV^-C 1 bi^ N C 1 ~C 6 ©T;^^/^£J o 

-fyyntVW, n-^fvK >f y^^vK s e c -y*3vK t e r t -^^VK 
n-^yfvK ^y^>f;K 2-^f;^f/W 1 - y fvUT^K 
fvK 1, a-i/^/K/n tVK l-3i^/^ntVK n-^'vvK 4-y 
^/^^^/K 3-yfvl^y5vK 2-y^vW<:/5vK l-^TTW^J^TK 
3, 3 -v^^vVy^/K 2, 1, l-^^^T'^/K 

1, 2-v^5vl'y*5vK 1, 3-^^^y^K 2, 3-$?yfvwy*?vK 
2 -oifv^y^/K 1 -^^y^K 1 l -pJ^T'n fcVM?tf)C 

/fHg&JI^flli LTte, TI3 mmm&S x -4 a j t^-fgjWf £>*l«5 0 
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^^m. w?'<yi?y#A'T8~A') jf-jum [{[(t°^y 1 -4 

^£ C(C(*A'7*— y ^-4— -fAO **^} P^A-XL ({[4 

2-t KnJf-v'if;^ ^ h ^fSo&A'Jj?^ /w) y. 'J-jV^juX'if^s* fTUS* 
^Sit/UttSsiJ ^fMs 3, 4, 5, 6-Tf77tf^ri/- 

±eA l ©'k»fc*3«-« rg^SSr#L-CW-Ct> ±W: 1 ~C e ©TA'*/l'£j 

1- h^jfr/V/^/M-^v') if/H, [(fcf^ V *J J U friS-M 3r*is] 
[(^7^^!)/*/^=^) ^iX] ({[4- (^h^rv- 

jj/lstf^jV) tVi)-^-i — f/u] jfr/l^n^} {C(4-7J 
/M?3->fc^y i^-l-' f/U) tf/M^/v] ^fyH, ({N, N-tf 

AM*. -CONH-£iiii-£LTg&££#bTVvrfc iV>«»jtSr^UT 
t>«tv\ -HR* (1-1) 
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Sltt-CONH-E 1 (5£4\ E^iSBJtSfclWtffcS) "C^^tb^S©^ 

te£ bfcg&££#UTv^fc j^tu-^j © rg&xj i Ltd ±12 rg 

^e^©Tw-^±r-©s^Lafi#tPs^$tL^v^ &&&££S2tii 

K£ btCg^^WUTV^Tt> iV^Tl^-^J # r^-O-A 1 (5£<t\ A 4 tt± 

IB^tlWIttT'fe^) m^-conh-e 1 EMi±fea<hPar*fe 
ONH-E 1 Oft*, E^iffifcfctlWT?*)*) Tf'***L5*©tefc35t!:i4 
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•t\ A'ittmfemtmmx'hz) m-conh-e 1 e m*±e^ 

[g&S?¥y 1 ~ 1 z] Anyygf, t e r t -/f ^1, Z -7 zc~)\<^=r 
^TJ^-CONH-E 1 (jS*. EMi±K£^£l^grC&5) T-*£*L5SO# 

£\ 1 fit?*> 5 , — JKS; ( i - 1 ) fc*3rt-5*z 1 £-g-tp-Fia!H$#* 

« (I z 1 -!) : 
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[EMSl7 1 -2z] ^n^y^ tert-^f/H, 2-7^=^r 

^i^iT'feSJMX-CONH-E 1 (Sl^x EMi±IB^i:l^aT*fc§) 
A-CONH-E 1 (5Stf\ E l tt±»»iPiI«T?*>5) 

-A*, hT7 x /*-/»^lx 1, 2, 3-tW7^l«, 1, 2, 3-f7v? 

7/-^i, 1, 2, 3-hy7-/-^ ki^i, ti^i, tfys 

tf9^^#, 1, 2, 3-hVTi?>m. 1, 2, 4-hy75?yl, 
lH-7ftVS, 1, 1, ^^77 

>m. ^y^^77^ ^yy* Cb] ft7xy|, Cc] ft7x 
ygl, /fyKwH> 2H-^y^fyKwH, lH-fv^y^H, 2H- 
^yy^-^t/-/^ 1, 2 — *^y*^ y**^y-A«, 
2, i-^y^ytH^-/H> ^y/f7y*-^ 1, 2-^y^y 
f7/-/^, 2, i-^y^yf7^/H>.i, 2, 3 — 
7/-/vi, 2, 1, 3-^yyt*t^7y-^ 1,2, 
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s?7V— a*, 2, i, 3 — ^yy^T^T^-^n. lH-^/hyr/- 

at. ^rt/y ^at, ^y^rf-y 7^7^^*, s^^ai, ih-i, 
5 — cv/^T-^t o ^^, #a^/-a^ a— */u#y>at, 3— 

E^jt^tcioits rg&s£;£rLTv^-c^ J^ry-ASj © rr y — aSj 
t L-cit, -his tmkfcmm ©^m^its rry-ASj ^pia^x^tf 

±iaE 1 ©^a^fe{t-5 rg&ssr^u-cv^'bi^Ty-Agj © rg&gj 
©s^ff btb-So ^g^s©Ty-^s±-eofi^tgii#^i5B^$tb-r^ ^ 

ifBE^^SH-fcttS rg&S^LTV^'bJ^T'y-Agj # Ti/g^7 
^~aXj tfcSi^ #iiftX©JMfc$l£ LTIi, TIE rglfeS^S '-leJ 

[g&SS¥ 5 1 - 1 e ] 3, 5 -If* (MJ7;l/tB^f//) 7i=/VS, 3, 
5-7^oa7i=/vS, 2-^nn-5- (hy 7;Vto^f;l/) 7x=/H, 
3, 5-tf* [(1, l-v^^A) ^A] 7x=^i, 2, 5 -If* (hy^ 
A^d^AO S-yh^-S- (M)7;l'tn^f;l')-7x = 

AX N 2-t (fy7;utn>f;u) 7x=;H, 2-^nn-4 
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- (M)7/^n^f^) 7x=/H, 5- (1, l-S^^TU) 7 s ntV^-2 
-7xy^i/7x=^S, 2- (4-^ h^v-T^/^) -5- ( h y 7/l^t 

1 -2ej (C^-r^WbtL^c 

[fiiilJ '-2e] 2-^np-5- (HJ7^n^f^) 7cc=/W£ N 
2, (MJ7^D^f^) 7^=7WS, 2-7«b#'>-5- (hy^ 

A^-n^^V) 7x-^S, 2- (4 F^>7x; 3^) -5- (MJ7/U 
^P^A-) 7xx;l/l 

±mE 1 <Dmmiz.istfz> ra^^^L-cw-c^ctv^Ty-ASj a* 12, 5- 
^a^^-^sj tfe^i^ M(c$fog{c« % r2, 5-^e^7x;-7ws m 

U-0EitiSI£©4>fc< bbimtth!) y^n^^-/v^h^)l -Cfet), 
fcJfrJSfcittx TIB f«jfe£» 5 1 - 3 e j A^lft^^St-fe?), Mh&mfc 
tt\ 2, 5- If* (MJ7/!/tn^f^) 7x^Itife5 0 
[I^S'-Se] 2-^pp-5- (MJ7^n^f;V) 
2, (hi)7/^P^f^) 7xi-yuS N 2-^h^rv'-5- (hy7 

^0^^)71^ 2- (4 -p* h*is7 = / -5- (hi)7;P 

iiSE^^K&ttS ra&g^LTV^t J^Ty-vugj ri* T3, 5- 
^e&7^/i^J -CfcS4*£\ LTttv TIB rg&£i£5 

*- 4 e j (c^-T Sis^lf fetiS. - 

- [fM8'-4e] 3, 5 -If* (b!J7;Vta^f/l/) 7x=/V$, 3, 
5-^nn7x=;Hv 3, 5 -if* C(l, l-^f/i') 7i=;v 
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< £ % 1 h y p< ^/Ug-C£>5) J -Cfc !9 , 4$fc3EK:$fiSfcrau T15 rg 

m^i¥6 a -5 e j ^f>il^$tL§£-efc«9, 3, 5 - t'^ (h 

[fimSHS'-Se] 3, 5-lf* (F^^tn^f^) 3- 

ifaE^^af^ttS rg^g£^LTVNTt>^7->;-/i/Sj a s r^r/g& 
ifSE 1 60^^*5 #6 ra^g^b-cv^tiv^-rnT y-^Sj 60 rg 

t mm<vmt*mft>tiz>o ^arns^r- otd -/vg±-t*6og&&gte#tcpg 

±EE 1 6o^tt(c*3tt6 rggix££-L-cv^<b iv^rnry-zHj a* rg 

-2— f/WSj r^g^T/~/U-2— T^SJ T* 
fc<9. St>$fig^^ 4- [(1, -5 - [(2, 2-V 

±!B-Jt£5S (I) X^fh^t^mt b-Ctt. TTia-^ (X-l) 
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R (X-D 
R 1001 te, TIB©— «5$ (X-2) :. 

o 




(X-2) 



TE©— JK* (X-3) : 



OR 1009 




(X-3) 



R 100 \ R 1O04 *3irJR loos fi#>!r^S:(C7R^^ Ml~6© 
T-Mr/l'S* 7t te^Sf $c l~607/v=^ 5>3E-tf fo «? , R 1 0 0 9 *5 J: R 1 0 1 0 ti 

4~1 1 ©^fP7!J-;Viv e^$^TV>T^J:V^^7~l 4 077/^ 

fc5v^i^|i|£2~l l ©7^A^?£>9 ; 
X 1001 tt,i^ 7vWb * fc T ^ K-fb $ *vc v > T 1> «fc V 7UzK * wvg ^r^i-o ) 
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±12-^ (I) XtMl -1) -e*$ti-5<b-a-^{iS?r^-r5^<i:^-c-t2, 0 

tfzzttfx-z. i&m-\±mmiEirz>i§&ia^ mmm., &mm., mm 

*=>«SL trJBLWSL. %ttQ<DfcmSt£L&b 

_klS-j&5£ (I) (1-1) t?*Sn5-fb^Xtt^©igW:, yfcfiJ&Xttig 
-rtbtf>^St£^-C 1 bJ;v\ (I) Xtf (i-l) X-$t£tiZ>4k& 
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—16&: (I) RTf (1-1) -C**^«ft:^«l#W*.Hf2-fc Kn^«>tf 
y ^^«3S«r*r«»^, (t au t ome r) f$)52-lf!) 

(i-D -c«*n«{b^* s ^-^7-f^ttorfi^S:^rr5»^tctt % ^r© 

IBfiteZ 1 g2tt;mEiaSm^;ftT*t>J;<, 3&moWM!iD*ito&.& b LTte 
#»E©l83K©^jfc#*LT-«a; (I) (I-l) fc^Stt«ft#fc 

Me :^ f^lv E t : ^^^S 0 
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A. -tMb^^^Sr^WSii^-CtS, LTH\ #0tf 

77t7^A, h-^tf^K *>*7?^, t Kb#^b £VHr;wn. 

£5 0 £<z>«*dfcr±* *?£teft#^#J£W^ ttSWRU 0!l*.tfSfl3U B®*it& 
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utwai, ^j^fi, k 9 v-j±Rxiy^(DmM\^zw&\az,m%®imts 
-fey v. ^77^y^!)t!Jy N t^n-^ii^ *°y 

fc«?^J&#T-fc5±lB^«£>fil;t UXii^O. 0 1-5, 0 0 OmgffeS, 

StttJSfCiaM»r5r;t^»*uv\ flu 
-Cfci^U #:0*5^l-raM^b-Cb«tv\ LT/Bv^#-£ia3\ fife 

xhz>o 
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(1) 5-^no-2-kKo^>-N- [3, 5-^ (Mi 7^0^^) 

5-^nnt!)f;^ (6. 9 0g, 4 Ommo 1 3, 5 - tf* ( M 
P^^/WT^y >• (9. 1 6 g, 4 Ommo 1 h H^-fby > (1. 7 4mL, 
2 0mmo 1). (8 0mL) OjS^J?:, 7/Viy#lIT,.3ffl 

MMUfc 0 SfSil^^ifiitMi, SBfe^i^ (2 4 0mL) 

g:n?yU=4 : 1) fflUt, «JSfc£«b<&«3tfe@# (13. 1 2 g, 8 5. 
5%) 

1 H — NMR (DMSO-d 6 ) : 5 7.05 ( 1 H, d, J = 8 . .7 H z ) , 7 . 
49 (1H, dd, J=8. 7, 2. 7Hz), 7. 85 (1H, s), 7. 87 
(1H, d, J = 2. 7Hz), 8. 45 (2H, s), 10. 85 ( 1 H, s), 
11.39 (1H, s). 

Tt>#5Ci^"Ctfc OK* ■: 8 5. 5%), 
SkToMMW\z&^XMl (l) w#&/l s 3l/B£*v-Cv^4§-£\ 

h — /vol ^ <D&m & m v ^c„ 

(2) 5-^Bti-2-^D/f^y-N- [3, 5-tf* (h!)7;Vta 
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6 0%*^^- h y (2 1. 8mg, 0. 5 5mmol) Ofh7tKn7 
7^ (3mL) M«tC tK?£Tn 5-*ncr-2-fc Fn^^-N- [3, 5 
-If* (^^7/^0^^) 7x^/1/] ^yX7U' (0. 2 0g, 0. 5 2 
mmo 1) (DfF7tKn77y (3mL) mWlZMz.. 5^ra»#L7c:„ 
T-tV-^n^/U^ n V K (7 1 n L, 0. 5 7 mmo 1) ZMZl Oftm&WLtc 0 . 

9 5 m g , 8 0. 2 %) £#7c 0 

1 H — NMR (DMSO-d 6 ) :5 1 . 2 1 (9 H, s), 7 . 3 5 ( 1 H, d, 
J = 8. 7Hz) ,7. 70 (1H, dd, J = 8. 7, 2. 7Hz), 7. 85 
(2H, d; J = 2. 4Hz), 8. 36 (2H, s), 11. 10 ( 1 H, s). 
#1 2 : <fc-^#^ 2 Oib^^JO^ 

5-^an-2-kKo^>-N- [3, 5 - bf 7. ( :77M- n ^ 5vl^) 7x 
^<yX7 § K («1 ( 1 ) <n>\kkm ;2 0 0mg, 0. 5 mm o 1 h ^ 
S(80mg, 0. 8mmo 1) C^oc^y (5mL) 7/^> 
#11^:T, 1- O-^f/VT^yn^) -S-^fvl^/l^vM $ 
Rltt (WTs WSC • HC 1 ktb-t 5 1 5 Omg, 0. 8 mm o 1) «:JPit^* 

*S*«»^ h y 7AT«, «K*«E«*LT#e>*bfc»aES:^y * 

^7i^n?h^77>f- (n : ffaxf^=6 : 1) -CfifSU 

««fc£«&tf>£l6t&5|c (2 5 Omg, 10 0%) <i:#fc 0 
'H-NMR (CDC 1 3 ) : 5 0. 8 9 (3H, t , J = 7. 5H z), 1. 3 
8 <2H, sext, J = 7. 5 Hz), 1. 7 0" (2 H, q, J =7. 5Hz), 
2. 62 (2H, t, J = 7. 5Hz), 7. 11 (1H, d, J=8. 9Hz), 
7. 46 (1H, dd, J = 8. 7, 2. 4Hz), 7. 63 (1H, s), 7. 
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72 (1H, d, J = 2. 4Hz), 8. 07 (2H, s), 8. 49 ( 1 H, b 
r s ). 

M 3 : ik&mm^- 3 <Dfc^®(Dm3k 

5-?uu-2-t Ko^-y-N- [3, 5-bf* (h!J7^o>f^) 7x 
-/k] ^yX7 5 K (09 1 ( 1 ) <Dik<&m ; 1 0 0 m g , 0 . 2 6 1 mm o 1 h 
h y ifyl/7^ (5 0 m L, 0. 3 5 9 mm o 1 ) ON, N-v 5 ^^^^ — 

/^7^; k (i. 5mD mm\^ r^^i/^m%y, ffiJ^jV^u^) K (7 

OjuL, 0. 339mmol) ZfajL, 1 Lfc 0 ^M^tCTK 

^dvF^77>(- (n— ^r-^^ : ^^^=4 : 1) figLt, MMfc 
&%)(Dm&mW&! (I2 5mg, 8 9. 3%) £#7c: 0 

l H-NMR (CDC1 3 ): 5, 0. 87 (3H, t, J = 7. 2Hz), 1. 2 
1-1. 33 (12H, m), 1. 6 5-1. 7 5 (2H, m), 2. 61 (2H, 
t, J = 7. 2 Hz), 7. 13 (1H, d, J = 9. 0Hz), 7. 50 (1H, 
dd, J = 8. 7, 2. 4Hz), 7. 66 (1H, s), 7. 80 ( 1 H, d, 
J = 2. 4Hz), 8. 09 (2H, s), 8. 3 8 ( 1 H, s). 
#14 : M#^4©M©M 

5-^nn- 2-t Kn^v—N- [3, 5 - If* ( 7;^d ^ f ;V) 7^ 
^X7; K (Ml (1) <Z>{b£-#J ; 1 9 2mg, 0. 5mmo 1 h If y 
^ (4 7mg, 0. 6mmo 1) Or h7t Kn77^ (5mL) SificK:, * 
ftT, ^A^nDK (64/iL, 0. 5 5 mm o 1 ) &l^X*£U 
V2mtmWVtc 0 Kfcm£mz2Mfeimi (lmL) &rj?7K (50mL) £#0 

?>^77^- (^BO^y : /^=9 5 : 5) T^LT, mMit 

(2 2 6mg, 92. 7%) £r#7c: 0 
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1 H — NMR (DMSO-d 6 ) : 8 7. 5 3- 7. 5 8 (3H, m), 7. 70 
-7. 76 (1H, m), 7. 78 (1H, dd, J = 9. 0, 3. 0 Hz), 7. 
80 (1H, s), 7. 94 (1H, d, J = 2. 7Hz), 8. 07-8. 10 

(2H, m), 8. 25 (2H, s), 11. 13 (1H, s). 
Ftf5 :{MHf5(Z)^#lOlil 

5-^no-2-t Kd^>-N- [3, (HJ7/Uto>f;l/) 7 

xsA'] *<VXT$ F .(Ml (1) ©M; 0. 2 0g, 0. 5 2mmol) 
S:fh7tKn77V (5mL) fc?gft?U 0-7tW!)f n^nU K 

(0. 124g, 0. 62mmolh h V ^fvL-T 5 is ( 0 . 2mL, 1. 43 
mmo 1) SrTJPx., ^WlX' 3 mfflWtW Ltc 0 R&m&to 

^x^mvtco mwt^^mz&m-km.ykxm^ m&m&i-hv 

UI5:Sff§iLt# 6 *tfcJ«S Sr */ V 7J f^X 7 A ? o ^ h ^ 7 7 - ( n 
— -3riJ->-: »»3i^-/u=3 : 1 ) Ti*®k y^n^x-T^/n-A^f 
^-CSiHifcif - IT, SjHft'&'RKO S-fe©* (2 3 6. 7 m g , 83.4%) 
fc. 

1 H — NMR (DMSO-d 6 ) = 5 2. 13 (3H, s), 7. 29 (1H, d 
d, J = 8. 4, 1. 2Hz), 7. 4 5 ( 1 H, td, J = 7. 8, 1. 2Hz), 

7. 48 (1H, d, J = 8. 7Hz),7. 76 ( 1 H, td, J = 8. 4, 1. 
8Hz), 7. 77 (1H, dd, J=8. 4, 2. 4Hz), 7. 8 2 ( 1 H, 
s), 7. 94 (1H, d, J = 2. 4Hz), 8. 16 ( 1 H, dd, J=7. 

8, 1. 5Hz), 8. 29 (2H, s), 11. 12 ( 1 H, s). 
m 6 : 6 <Oit&®<DWk 

5-^ao-2-fcKn^v-N- [3, 5 -If* ( M ^i^n ;* fvv) 7x 

-«yX7 §K (Wi ( 1 ) <Dik$m ; lOOmg, 0. 261 mm o 1 ) 
<DN, N-^f^7t-yUA7^ K (1. 5mL) hU^^T^ 
(8 Ofi L, 0. 5 4 7 mmo 1), xafy^ni) K&8fc&(4 9 2mg, 0. 
2 7 4mm o 1) SriDx, MUX 1 B#^ii# tfc, ^^(CtK^P^> 
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4— ( n — :mm^*=4 ■ 1) -efjfMLT, g»ll©efe@ft 
( 1 2 0 m g , 9 4. 5 %) £#fc 0 

'H-NMR (DMSO-d 6 ) : 8 7. 60 (1H, d, J = 8. 7Hz), 7. 
62 (1H, ddd, J = 8. 1, 4. 8, 0. 9Hz), 7. 81 (1H, dd,. 
J = 8. 7, 2. 7Hz), 7. 81 (1H, s), 7. 98 (1H, d, J = 2. 
4Hz), 8. 26 (2H, s), 8. 43 (1H, ddd, J = 8. 1, 2. 1, 
1. 5Hz), 8. 88 (1H, dd, J=4. 8, 1. 5Hz), 9. 23 (1 
H, dd, J = 2. 1, 0. 9Hz), 11. 16 (1H, s). 

m 7 : \\^m^% 7 <nvc<km<Dm& 

WMtVX. 5-^nc-2-fcKo^-N- [3, 5 - tf * (h!)7;^n 
**f->v) 7x=;v] ^yX7^ K (#il CD (OK&to). y~=*^y&? 

bd b~mmm.%m^xM6 tmm^^n^, mmit^mzmc 

: 55. 9 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 60 (1H, d, J = 8. 7Hz), 7. 
81 (1H, dd, J = 8. 7, 2. 7Hz), 7. 82 (1H, s), 7. 96 
(2H, dd, J = 4.- 5, 1. 8Hz), 7. 99 (1H, d, J = 2. 7Hz), 
8. 26 (2H, s), 8. 85 ( 2 H, dd, J = 4. 5, 1. 8Hz), 11. 
16 (1 H, s ). 

m 8 : fc&Vom^ 8 <Dft&*0(OW& 

WMtVX, 5-^nn-2-tFn^fi/-N- [3, 5 - ( MJ 

:7^-/u] ^<yX7 5 K (fill (l) <ott&W). x.-tvrttfl' 

flX^ : 7 1 . 0 % 

1 H — NMR (CDC 1 3 ):5 3. 8 9 (2H, s), 7. 0 3-7. 0 9 (1 
H, m), 7. 12-7. 17 (3H, m), 7. 2 2-7. 2 7 (3H, m), 7. 
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51 (1H, dd, J = 9. 0, 3. OHz), 7. 63 ( 1 H, s), 7. 77 
(1H, d, J=3. OHz), 7. 82 (2H, s), 7. 91 (1H, s). 

m 9 : <fb-£t>#-§- 9 oit^om^ 

5 _^ an _ 2 -t Kn^v—N- [3, 5 -If* (H)7/l/tti^f*) 7 
z=;vHyX7U' (Ml ( 1 ) > 0 . 2 0g, 0. 5 2mmol) 

Ofh7tFo77^ (5mL) Stt, 3, 4 

f (10 3. lmg, 0. 57mmol), WSC-HC1 (0. 13g, 0. 6 
8mmo 1), 4-2^77^ 5 /try 5? >(1 Omg) 5^^Lfc„ 

gfei/!J*^*7^o^>^77-f'- (n-^^rf-^ : S^^^/W= 3 : l) 
fiSLt, M<fr£*lG>&€,*MI (2 2 8. 3mg, 80. 4 %) £#fc„ 
1 H — NMR (DMSO - d 6 ) : S 3. 8 3 (2H, s), 5. 8 9 (2H, s), 

6. 5.6-6. 7 3 (2H, m), 6. 7 9 ( 1 H, d, J = l. 2 Hz-) , 7. 
37 (1H, d, J=8. 4Hz), 7. 7 1 (1H, dd, J = 8. 7, 2. 4 
Hz), 7. 85 (2H, d, J = 2. 7Hz), 8. 32 (2H, s), 11. 0 

1 (1H, s). 

W 1 0 : ik&Vogf^r 1 0 (Dik&m<owm 

I^ttts 5-^on-2-kKn^-N- [3, 5 -If* (MJ7/Vt 
D^f^) ^<yX7 2 K (0!ll (1) ©fl^ftK .KW b^V^SftS: 

: 6 3. 4% 

l H-NMR (CDC 1 3 ) : 5 3. 5 5 (3H, s), 4. 3 8 (2H, s), 

7. 37 (1H, d, J = 9. OHz), 7. 56 (1H, 'dd, J = 9. 0, 2. 
7Hz), 7. 67 (1H, s), 8. 16 (1H, d, J = 2. 7Hz) ,8. 2 

2 (2H, s), 9. 2 8 (1H, s). 
m 1 1 : 1 1 <D{fc£4&©§!Bi 
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mUtLX\ 5-^na-2-kKB^-N- [3, ( h !J 

tr*) y*~rt K (08 i (i) <Dik&m, x&T'kTA'**r*/T 

: 5 2 . 4 % 

X H — NMR (CDC 1 3 ) : 5 2. 18 (3H, s), 4. 84 (2H, s), 
7. 18 (1H, d, J = 8. 4Hz), 7. 52 ( 1 H, dd, J = 9. 0, 2. 
7Hz), 7. 67 (1H, s), 7. 83 (1H, d, J = 2. 7Hz), 8. 1 
7 (2H, s), 8.: 3 1 (1H, s). 
M 1 2 : 1 2 ©ftj-&*©«ift 

g^irbt, 5-^no-2-tFn^-N- [3, 5 -If* (HI7;V*b 
ptfvW ^yX7^ K (001 (1) ©M), M7iy *Wfe?- 

K£/Sv^#|3 fcP«©*ff Srfrv\ 
I» : 5 2 . 6 % 

*H— NMR (CDC 1 3 ) : 5 4. 9 4 ( 2 H, s), 6. 8 9-7.0 2 (3 
H, m), 7. 21-7. 29 (3H, m), 7. 55 (1H, dd, J = 8. 7, 
2. 4Hz), 7. 64 (1H, s), 7. 94 (1H, d, J = 2. 4Hz), 8. 
1 0 (2H, s), 8. 6 3 (1H, s). 

m 1 3 = \^m^% 1 3 <D{£&mv>mM 

WMtl^Xs 5-^cn-2-tKn^-N- [3, 5 - tr* ■ ( h U 7 Aod" 
n^f/l/) 7x=;U] ^yX7U* mi (1) Oft^Ut/4-;?nn7x 
ydri/^tr^VN-C0iI9 iW#©lfcfP«rffV\ .SJ&fb£**£#fc. 
: 34. 1 % 

'H-NMR (CDC 1 8 ) : 5 4. 91 (2H, s), 6. 85 (2H, d, J 
= 8. 7Hz), 7. 17 (2H, d, J = 9. OHz), 7. 24 (1H, d, 
J = 8. 4Hz), 7. 56 (1H, dd, J = 8. 7, 2. 1Hz), 7. 6 7 
(1H, s), 7. 86 (1H, d, J = 2. 4Hz),8. 08 (2H, s), 8. 
4 2 (1 H, s ). 
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mi 4 : -ffc^W-Sr 1 4 (o^momt 

JSmtLX, 5-f BB-2-t Kd^>-N- [3, 5-tf* (MJ^wa-n 
^fvu) 7x-/P] ^<yX7^ K (091 (1) <D{b&%))s RTfi2, 3-v^nn 

mum • io. 6% 

X H — NMR (CDC 1 3 ) : 5 4. 9 9 (2H, s), 6. 9 0 (l H, dd, 
J = 8. 1, 1. 5Hz), 7. 03 (1H, t, J = 8. 1Hz), 7. 12 (1 
H, dd, J =8. 1, 1. 5 Hz), 7. 23 (1H, d, J = 9. OHz), 
7. 56 (1H, dd, J = 9. 0, 2. 4Hz), 7. 65 ( 1 H, s), 7. 
87 (1H, d, J = 2. 4Hz), 8. 08 (2H, s), 8. 4 9 (1 H, s). 
m 1 5 : 1 5 <Dfc&®<Dm£ 

WMt L~C N 5-^0B-2-tKn^-N- [3, 5 - .If* (H)7;Vta 
*7viO ->>XT5 K (fill (l) tfXfc^h S.t^2-7^y^ix7 

JiX* : 8 0. 6% 

1 H — NMR (CDC 1 3 ) : 5 1. 74 (3H, d, J = 6. 9H z), 5. 0 
2 (1H, q, J = 6. 9Hz), 6. 86-6. 96 (3H, m), 7. 16- 

7. 23 (3H, m), 7. 52 ( 1 H, dd, J = 8. 7, 2. 4Hz), 7. 
63 (1H, s), 7. 95 (1H, d, J = 2. 4Hz), 8. 11 (2H, s), 

8. 7 5 (1 H, s ). 

«16: fc&Qlltt 1 6 ©fl5<£4&©»it 

LT\ 5-^no-2-tKo^-N- [3, 5-lf* (hU^/W^-n 
^fvu) 7i=;i/] -O-XT 5 K (Wl (1) ©te^h &U<2- (4-^nu 

Jfc* : 9 5 . 7 % 

'H-NMR (CDC 1 3 ) : 5 1.6 9 (6H, s), 6.7 7 (2H, d, J 
= 9. OHz), 7. 13 (2H, d, J = 9. OHz), 7. 36 ( 1 H, dd, 
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J = 8. 7, 2. 4Hz),7. 59 ( 1 H, s), 8. 07 ( 2 H, s), 8. 1 
4 (1H, d, J = 2. 4Hz), 9. 13 ( 1 H, s). 
#J 1 7 : \\L^m^% 1 7 Oft-g^iSBt 

Mat, 5-^DD-2-t Kn^fV-N- [3, 5-tf* ( 

7zt-/Kl ^>X7 5 M#Jl (1) <Dit&%)), RTf-m^m ^ J t 
e r t -7^;u^x^;uZ%^XW2 tmm<DgkftZft\,\ Mmik&%9*m^o 
: 2 9 . 2 % 

'H-NMR (CDC 1 3 ) : 5 1. 4 2 (9H, s), 3. 65 (2H, s), 
7. 19 (1H, d, J = 8. 7Hz), 7. 53 (1H, dd, J = 8. 7, 2. 
4Hz), 7. 66 (1H, brs), 8. 10 (1H, d, J = 2. 4Hz), 8. 
2 5 (2H, s), 9. 0 7 (1 H, brs). 

m i 8 : ft^fen^ i 8 <Dik&m<Dmi£ 

g^tlt, 5-^nn-2-kKn^>-N- [3, 5 - ( h ]) yj^n 

*3-;i>) y^~>v\ Mm (D £>#;£•#>)> 

l&lp : 9 9 . 3 % 

1 H — NMR (CDC 1 3 ): 5 2. 8 1 - 2. 9 3 (4H, m), 5. 09 {2 
H, s), 7. 12 (1H, d, J = 8. 7Hz), 7. 2 7-7. 3 4 (5H, 
m), 7. 48 (1H, dd, J = 8. 7, 2. 4Hz), 7. 65 (1H, s), 
7. 88 (1H, m), 8/20 (2H, s), 8. 58 (1H, brs). 
m 1 9 : 1 9 <Dft£^<DMi£ 

Mi Ut, 5-^nn-2-fc Kndrv/-N- [3, 5 - If* (by7/^n 

7x=/u] ^yx7^; Mm (i) (oit^m). Ri$^^?m 

» : 9 7 . 5 % 

1 H — NMR (CDC 1 3 ) : 5 1. 4 5- 1. 6 7 (6H, m), 2. 7 7-2. 
89 (4H, m), 3. 3 9-3. 4 9 (4H, m), 7. 32 (1H, d, J = 
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8. 7Hz), 7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 7. 62 (l 
H, s), 8. 04 (1H, dd, J = 2. 7, 0. 6Hz), 8. 38 (2Hs), 

9. 7 3 (1 H, s ). 

M 2 0 : it&m^ 2 0 O-fb^OS^ii 

^i:tT N 5-^nn-2-t Kndrv--N- [3, 5 - tf * ( M 
Ttfvu) 7x-;v] ^XT5: K (#11 (1) (Dik&M), RXfN-T±^/W}) 

: 9 5. 0% 

1 H — NMR (CDC 1 3 ) : 5 2.0 4 (3H, s), 4. 17 ( 2 H, d, J 
= 5. 4Hz), 6. 17 (lH. ni), 7. 16 (1H, d, J = 8. 7Hz), 
7. 50 (1H, dd, J = 8. 7, 2. 4 Hz), 7. 61 (1H, brs), 
7. 83 (1H, d, J = 2. 4Hz), 8. 24 ( 2 H, s), 8. 78 ( 1 H, 
brs). 

m 2 1 : 2 1 (Dit^(omm: 

rat LT> 5 n n- 2 -fc Kn^-N- [3, 5-tf* (hy7;Utn 
7x-/u] ^yX7 5 K ($1 1 (1) (Dik&m). RXfU- t^VjisJr 

y v^m^-c^ 9 1 mm(D^^n^\mmit^^mco 

IfcSpi : 7 4. 4% 

'H-NMR (CDC1 3 ): fi 4. 19 (2H, d, J = 6. 0Hz), 5. 1 
2 (2H, s), 5. 36 (1H, t, J = 5. 7Hz), 7. 16 (1H, d, 
J = 8. 7Hz), 7. 32 (5H, s), 7. 53 (1H, d d, J = 8. 7, 
2. 4Hz), 7. 67 (1H, s),7. 86 (1H, d, J = 2. 4Hz), 8. 
•2 1 (2H, s), 8. 4 0 (1H, s). 
M 2 2 : -fb£-$l#-5§- 2 2 (Dik-a-^O^it 

ratLT, 5-^nn-2-t Ko^iz-N- [3, 5-^ (M)7^to 
7xi=;v] ^yX7? K (Ml (1) (Dfc&m, RTfN- (t e r t- 
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#7t 0 

J» : 7 0 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 1. 4 1 (9H, s), 4. 10 (2H, d, J 
= 6. 0 Hz), 5. 16 (1H, bit, J = 6. OHz), 7. 15 ( 1 H, 
d, J = 8. 7Hz), 7. 50 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
65 (1H, s), 7. 89 (1H, s), 8. 23 (2H, s), 8. 74 ( 1 H, 
brs). 

#12 3: it^-mm^ 2 3 (Di^momm: 

2- [N- (t e r t-7'F^i/*;^=;P) ?V *s;V~] ^:X-5-^nn 
-N- [3, 5-fc** (M)7/Utn^f;V) 7i=/V] ^VX7^ K 
##2 2 ; 1 4 6mg, 0. 2 7mmo 1) iZLl&fem.ikfrX/ffigi^A'mR 

(8mD sr*nx. % Lfc„ mmzm&gi&vx'&btitcmm* 

n-^-fl'/mk^sl'-e&ftLXs WMi£&m<D&&®m (110. 7mg, 
8 5. 9 %) £#fc 0 

1 H — NMR (DMSO-d 6 ) : 6 4. 0 9 (2H, brs), 7. 42 (1H, 
dd, J=8. 7, 1. 8Hz), 7. 79 ( 1 H, dd, J = 8. 7, 2. 7Hz), 

7. .8 8 (1H, s), 8. 0 1 (1H, d, 2. 7Hz), 8. 4 1 (2H, s), 

8. 4 4-8. 6 2 (3H, brs), 11. 21 (1H, brd, J = 8 . 1H 
z ). 

M 2 4 : {h&Vd%f^ 2 4 O'fk^O^ig 

5-^nn-2-k Kn^rv'-N- [3, 5 - t*^ (hV y^*v 7*. 
=.,U] ^.yX7^ K m 1 ( 1 ) O^-a-tJ ; 0 . 20g, 0 . 5 2 mm o 1 ) <D 
7h7tKn77V (3mL) N- (ter t -Zf h =3f ^#^7}?-/V) 

-L-^y^ (13 5. 8mg, 0. 6 2mmo 1), WSC-HC1 (0. 2 0 
g, 1. 04mmolK 4-^f;l/75;t o y^y (lOmg), N-^f^ 
-2-fnyiW (1. 5mL) SrflP*., -M"? 1 . 5 B#P H m#b7c 0 
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7A^vh^77^- (n-^tV : 4 : l) T'ltlLt, 

mik£%)<D&&mfc (2 7 7. 2mg, 91. 4%) <H#fc„ 
'H-NMR (CDC1 3 ): 6 1. 06 (3H, d, J=6. 9Hz) ,1. 1 
1 (3H, d, J = 6. 9Hz), 1. 37 (9H, s), 2. 24 ( 1 H, m), 
4. 16 (1H, t, J=6. 9Hz), 5. 00 ( 1 H, d, J = 6. 9Hz), 
7. 22 (1H, d, J = 9. 0Hz), 7. 50 (1H, dd, J = 8. 7, 2. 
7Hz), 7. 66 (1H, s),8. 01 (1H, d, J = 2. 4Hz), 8. 2 
6 (2H, s), 8.9 6 (1H, s). 
m 2 5 : ik&Mm^ 2 5 <£ffc-£$)<«ji 

2- [N— (t er t-7"h*^;^/V) -L-^yA-] t^->-5-^n 
n-N- [3, (h!)7/^n^f/P) 7x-/U] -<^XT$K (ffc^ 

fe#f24 ; 2 2 6. lmg, 0. 3 9 mm o 1 ) \Z. AMfemtfrM /mfc^ 
A4tm ( 2mL) ^P^. giSX'l 6^m#b7c 0 ^t&^JEW* UtbtlTc 

^ (19 9. 8 m g , 93. 6 %) £#7c 0 

1 H — NMR (DMSO-d 6 ) : 5 0. 9 9 (3H, d, J = 6. 9Hz),l. 
01 (1H, d, J = 6. 9Hz), 2. 2 6- 2. 3 5 ( 1 H, m), 4. 20 
-4. 25 (1H, m), 7. 42 (1H, d, J = 8. 7Hz), 7. 78 (1 
H, dd, J = 8. 7, 2. 7Hz), 7. 87 (1H, s), 7. 97 ( 1 H, 
d, J = 2. 7Hz), 8. 39 (2H, s), 8. 54 (3H, s), 11. 21 
(1H, s). 

#1 2 6 : \K%m%!% 2 6 <D{k£m<Dmm 

WMtLX, 5-^no-2-t Kn^r^-N- [3, (M)7/v*n 
-7^=-/V] ^X7 5 K (0U 1 (1) (D\Y&m. RUN- (t e r t- 
■7Y*i/Z;Vi$=.;V) -L-n^v/^^V>X0iJ2 4 £ P4i©ilf££?TV\ ^ffi 
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X H-NMR (CDC 1 s ) : 5 0. 93 (3H, d, J = 6. 0 Hz), 0. 9 
5 (3H, d, J = 6. 0Hz), 1. 37 (9H, s), 1. 5 8-1. 7 9 (3 
H, m), 4. 3 1-4. 3 8 (1H, m), 4. 9 2 (1H, d, J = 6. 6H 
z), 7. 20 (1H, d, J = 8. 7Hz), 7. 50 (1H, dd, J = 8. 

7, 2. 7Hz), 7. 65 (1H, s), 7. 99 (1H, d, d = 2. 7Hz), 

8. 27 (2H, s), 8. 91 (1H, s). 

m 2 7 : 2 7 <Dfc&®<Dnm 

m&tLX, 2- [N- (t er t Y >\>i£-)V) — vVl'] * 

*c f S- 5 n n-N— [3, 5 - bf ^ (h!)7^ta^f;U) 7i-;l'] *<i/ 
XT 5 K (ft^*tt2 6) £ffl^T#!l2 5 £P8l<0&f££fTV\ ffJHfc&ttSr 

flX^s : 8 9. 9% 

1 H — NMR (DMSO-d 6 ) : 5 0.7 7-0. 8 1 (6H, m), 1. 6 3 
(1H, q, J = 7. 2Hz), 1. 73-1. 81 (2H, m), 4. 18 (1 
H, s), 7. 46 (1H, d, J = 8. 7 Hz), 7. 7 9 (1H, dd, J = 
8. 7, 2. 4Hz), 7. 88 (1H, s), 7. 96 ( 1 H, d, J = 2. 4 
Hz), 8. 43 (2H, s), 8. 69 (1H, s), 11. 28 ( 1 H, s). 
m 2 8 : it&m^ 2 8 <Di\&%KD%m. 

WPkb Lt, 5-^ BB-2-t Fn^rv^-N- [3, 5 - \*X (hV?^* 
p^^tW ^VX7 5 K (Ml (1) Ofc-B^h (t e r t 

i&m : 9 1 . 9 % 

'H-NMR (CDC 1 a ) : fi 1. 3 2 (9H, s), 3, 18 ( 1 H, d, J 
= 7. 2 Hz), 3. 19 (1H, d, J = 6. 9Hz), 4. 61 ( 1 H, t d , 
J = 7. 2, 6. 6Hz), 5. 00 (1H, d, J = 6. 3Hz), 6. 84 (l 
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H, d, J = 8. 7Hz), .7. 2 3-7. 3 6 ( 5 H, m), 7. 44 ( 1 H, 
dd, J = 9. .0, 3. OHz), 7. 65 (1H, s),8. 02 ( 1 H, d, 
J = 2. 4Hz), 8. 23 (2H, s), 8. 91 (1H, s). 
M 2 9 : <fb£^#-§- 2 9 <Dfc&®)<D%m 

litLt, 2- [N- (t e r t -/h^f^M'^) -L-7x-/U77 
^"^i/- 5 -^co-N- [3, 5-tT* (f^/Vtn^f/k) 7x = 
M ^yX7 5 K (<fb£«5## 2 8 ) £ffl^-C#l2 5 tPI«Ojftf^S:ffV\ ^® 

W : 78. 1 % 

1 H — NMR (DMSO-d 6 ) : 5 3. 16 (1H, dd, J = 14, 7, 6. 
9Hz) ,3. 31 (1H, d, J = 14. 7, 6. 9Hz), 4. 60 (1H, 
s), 7. 22-7. 35 (6H, m), 7. 78 (1 H, d d, J = 8. 7, 2. 
4Hz), 7. 88 (1H, s), 7. 99 ( 1 H, d, J = 2. 7Hz), 8. 4 
1 (2H, s), 8. 6 6 (3H, s), 11. 2 1 ( 1 H, s). 
m 3 0 : -ffc^#^ 3 0 (Dit^(Om.m. 

WMtLX, 5-^OD-2-kKn^-N- [3, 5 -If* (hy7/^P 
^/U) K (#11 (1) ^{b^tl), ,S.7j?N- (t e r t- 

^b^i/*/^^) -L-T^^y^f^ 0- (ter t-W =^^T 

/u&m ^xm 2 4t mm(o^^m\ mm^^ntc 0 

» : 8 7. 6% 

1 H — NMR (CDC 1 3 ) : 5 1. 42 (9H, s), 1. 42 (9H, s), 
2. 77 (1H, dd, J = 17. 1, 4. 8Hz), 3. 05 (1H, dd, J 
= 17. 1, 4. 8 Hz), 4. 6 7-4. 7 4 ( 1 H, m), 5. 6 8 ( 1 H, 
d, J=8. 4Hz), 7. 18 (1H, d, J = 9. OHz), 7. 52 ( 1 H, 
dd, J = 8. 4, 2. 4Hz), 7. 66 (1H, s), 8. 07 (1H, d, 
J = 2. 4Hz), 8. 36 (2H, s), 8. 93 (1H, s). 
M3 1 : fc£-t>#-^3 1 ©ft^^Mit 
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WMtLX, 5-^nn-2-t Kn^V-N- [3, 5 - fcf * ( h !) 7;^n 
*?-;V) 7^=-/V~] ^yX7 5 K (0U (1) (Dit&m. RVH- (t e r t- 
/h^f^M^/l/) -L-^^t 7- (t e r t ~Zf^)V) ^7,J-)V 

i&m : 83. 3% 

1 H — NMR (CDC1 3 ):5 1. 38 (9H, s), 1. 41 (9H, s), 
2. 0 5-2. 26 (2H, m), 2. 4 2.-2. 4 8 (2H, m), 4. 3 4- 
4. 41 (1H, m), 5. 39 (1H, d, J = 6 : 9Hz), 7. 24-7. 
27 (1H, m), 7. 51 ( 1 H, dd, J = 8. 7, 2. 7Hz), 7. 65 
(1H, s), 8. 00 (1H, d, J = 2. 7Hz), 8. 28 ( 2 H, s), 9. 
0 2 (1H, s). 

W 3 2 : .fc&h&&3 2 (Dfc&m<Dmm 

IfitLT, 2- [N- (tert-^F^;H^) -y — O- (ter 
t-zff-j^) t^>-5-^nn-N- [3, 5 - bf * 

(h^/^n^f^) 7i=;l/] ^<yX7 5 K (fc-a-#3#-^3 1) Sr/B^Tfli 

2 5 tmmo&ftzft^. mm^m^mco 

: 78. 1 % 

1 H — NMR (CDjOD): S 2.17-2. 29 (1H, m), 2. 35-2. 
47 (1H, m), 2. 63 (2H, t , J = 7. 5Hz), 4. 32 (1H, t, 
J = 6. 6Hz), 7. 3 5-7. 3 8 (1H, m), 7. 68 ( 1 H, dd, J 
= 8. 7, 2. 7 Hz), 7. 72 (1H, s), 7. 8 9-7. 9 1 (1H, m), 
8. 3 2 (2H, s). 
M 3 3 : 3 3 <Dik&%d<Dm& 

MtLt, 5-^Dn-2-tKo^>>-N- [3, 5 - tf * (hy7/^o 
/?7l/) 7xr:/V] ^<yX7 5 K (« 1 (l) <Dit^) . R^N", N'—i? (t 

ert-7 ^v^a^-zw-l— v i?z/*m^xm2 4 tmwiomttTf^K 
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JRSJS : 8 7 . 8 % 

1 H — NMR (CDC1 3 ) : 5 1. 38 ( 9 H, s), 1. 43 (9H, s), 
1. 4 6-1. 4 9 (4H, m), 1. 8 8- 1. 9 3 ( 2 H, m), 3. 03- 
3. 17 (2H, m), 4. 27 (1H, dd, J=13. 2, 6. OHz), 4. 
5 8-4. 6 2 (1H, m), 5. 57 ( 1 H, d, J = 5. 7Hz), 7. 21 
(1H, d, J = 8. 7 Hz), 7. 50 (1H, dd, J = 9. 0, 2. 7Hz), 

7. 65 (1H, s), 7. 99 (1H, d, J = 2. 1Hz), 8. 28 (2H, 
s), 9. 0 4 (1H, s). 

m 3 4 : fc-g-W-i" 3 4 a>ft&m<DWk 

JSMt L"Cs 5'-* nn- 2- [N a , N'-S? ( t e r t -7 V 
-L-U^/V] ^~^v/-N- [3, 5-tf* (M) 37^/1/1 
^yX75 K (^©##3 3) J^T#|2 5fclR]«©lfcf£&fTV\ «JBfc£-1fe 

iRsfS : 9 5 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 55(4H, br s), 1.91-2. 
02 (2H, m), 2. 72 (2H, d, J=4. 5Hz), 4. 23 (1H, b 
r s), 7. 49 (1H, d, J = 8. 4Hz), 7. 79 ( 1 H, dd, J = 

8. 7, 2. 7Hz), 7. 87 ( 1 H, s), 8. 0 0 (1H, d, J = 2. 4 
Hz), 8. 01 (3H, br s), 8. 45 (2H, s), 8. 88 (3H, b 
r s), 1 1. 3 4 (1H, s). 

M 3 5 : 3 5 <n\Y&m<DW-& 

HFMbLX, 5-^nn-2-fcKo^i/-N- [3, 5-^ (M)7/^p 
^^V-) 7ai=.7V] ^<yX7 5 K (0U (1) ©fc-d*), XtfN- CN- (t e 
r t _y Js^^/Vt^/V) -L-7x^77=/V] -L-P^Vy^|^T 

J&5£ : 3 2 . 6 % 

'H-NMR (CDC 1 3 ) : 5 0. 87 (3H, d, J = 6. 3 Hz), 0. 9 
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0 (3H, d,. J = 6. 3Hz), 1. 38 (9H, s), 1. 5 4-1. 7 3 (3 
H, m), 3. 00 (1H, dd, J = 14. 1, 7. 2Hz), 3. 07 ( 1 H, 
dd, J = 13. 8, 6. 9Hz), 4. 44-4. 51 (1H, m), 4. 88 
(1H, br s), 6. 49 (1H, d, J = 2. 4Hz), 7. 12-7. 2 
8 (7H, m), 7. 50 ( 1 H, dd, J=8. 7, 2. 7Hz), 7. 66 (1 
H, s), 7. 98 (1H, d, J=2. 7Hz), 8. 33 (2H, s), 8. 9 
6 (1H, s).. 

'm 3 6 : 3 6 <D\k&®)<DW& 

Mi: tt, 2- {N- [N- (ter t -7* h ^v^/i^'— /u) 

71^7 7 =A0 -L-o^>/U} t^>-5-^nn-N- [3, 5 - hf* (hU 

^y^n^^) y^=./U] ^^XT^K Ofb£-$>##3 5) £fflV^C#J2 5£ 

W : 8 4 . 3 % 

1 H — NMR (DMSO-d 6 ):5 0. 77 (6H, t, J = 6. OHz), 1. 
53-1. 67 (3H, m), 2. 92 (1H, dd, J = l 4. 1, 8. 1Hz), 

3. 12 (1H, dd, J = 14. 4, 5. 4Hz), 4. 06 (lH. br s), 

4. 51-4. .56 (1H, m), 7. 2 3- 7. 2 8 (6H, m), 7. 75 (1 
H, dd, J = 8. 7, 2. 4Hz), 7. 84 (1H, s), 7. 90 ( 1 H, 
d, J = 2. 4Hz), 8. 23 (3H, s), 8. 40 (2H, s), 9. 12 (1 
H, d, J = 7. 2Hz), 11. 22 (1H, s). 

m 3 7 : it^-m^ 3 7 C0fb^<7)M^ 

H^tlX, 5-^OD-2-tKP^>-N- [3, 5-tf* (MJ^/l^n 
^fvW) ^yX7 5 K (fill (1) tfMfc-a^K RXIN- [N- (t e 

rt-y>^^^) -0-O- (tert-yf/V) -a-L-7^ 
/^^y^]-L-^^iy>'^fflv^r^2 4 ( }:lsl«o»^^TV^ N ^M^#J^#7to 
JRsfS : 3 1 . 2 % 

l H — NMR (CDC 1 3 ) : 5 0. 90 (3H, d, J = 6. OHz), 0. 9 
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5 (3H, d, J = 6. OHz), 1. 37 ( 9 H, s), 1. 43 ( 9 H, s), 
1. 69-1. 7 8 (3 H, m), 2 . 60 (1H, dd, J = 17. 1 , 7. 5 
Hz), 2. 78 (1H, dd, J = 17. 1, 4. 5Hz), 4. 45-4. 5 
4 (2H, m), 5. 52 (1H, d, J = 7. 2Hz), 7. 18 ( 1 H, d, 
J = 8. 7Hz), 7. 2 3- 7. 2 7 (1H, m), 7. 49 (1H, dd, J 
= 9. 0, 2. 4Hz), 7. 6 6 (1H, s), 7. 9 5 ( 1 H, d, J = 2.. 
4Hz), 8.3 0 (2H, s), 8.9 1 ( 1 H, s). 
#13 8 : <(ba^#-5§-3 8(Dit^m<DmM 

WMt UT, 2- {N- [N- ( t e r t -;/ h -^ _ 0 - ( t 

er t-zf^-jV) - a-L-T^y</U=f-/U] -L-n-fWW tti/- 5 - ^ p 
n-N- [3, 5 -If* (Mi 7;^D^f/U) -OXT^ K (-fb^ 

^37) ?:fflvN-c^2 5 tmm(o^^n^, mmib&®*mtc 0 

: 7 6 . 5 % 

'H-NMR (DMSO-d 6 ) : 5 0 . 7 5 ( 6 H, t , J = 6 . 6 H z ), 1 . 
53-1. 69 (3H, m), 2. 72-2. 89 (2H, m), 3. 49 (2H, 
br s), 4. 14 (1H, br s), 4. 43-4. 51 ( 1 H, m), 7. 
28 (1H, d, J = 8. 7Hz), 7. 7 0-7. 74 (1H, m), 7. 87 
(1H, s), 7. 89 (1H, d, J = 2. 7Hz), 8. 3 0 (3 H, s), 8. 
42 (2H, s), 9. 05 ( 1 H, d, J = 6. 9Hz), 11. 23 (1H, 
s). 

fd3 9 : \^m^ 3 9(D\\^m<Dm& 

I^ttX, 5-^nn- 2-t Kn^^-N- [3, 5 - t? * (h V ' 'jviru 
7x^] ^yX7^; K (Ml (1) <Dik&m, RVN- [N°, N ' 
-v 5 (t e r t h$->%/\s-£-/U) -L-Vi/frl -L-n-f v^£^T 

W : 4 4 . 5 % 

'H-NMR (CDC 1 3 ) : 6 0. 9 3 (3H, d, J = 6. 0Hz), 0. 9 
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8 (3H, d, J = 6. 0Hz), 1. 3 3-1, 4 0 ( 5 H, m), 1. 40 (9 
H, s), 1. 44 (9H, s), 1. 7 2-1. 8 5 (4H, m), 2. 87-2. 
93 (2H, m), 4. 01-4. 0 7 (1H, m), 4. 56-4. 61 (2H, 
m), 5. 22 (1H, br s), 6. 65 (1H, br s), 7. 17 ( 1 H, 
d, J = 8. 4Hz), 7. 48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 
6 4 (1H, s), 7. 8 7 (1H, s), 8. 3 3 (2H, s), 9. 5 8 (1H, 
s). 

W-fflk LT N 2- {N- [N°, N'-S? (ter t-/h^;^) -L 
-y^/V] —h — va/As) ^->-5-^nn-N- [3, 5 - tf* ( M) 7 
/M-n^/w) 7 ^X7 5 K (-fc-fr»#*3 9) SffflV>T^j2 5£IH 

JRap : 86. 8 % 

1 H — NMR (DMSO-d' 6 ) : 5 0. 7 3 (3H, d, J = 6. 3Hz), 0. 
76 (3H, d, J = 6. 3Hz), 1. 41-1. 79 (9H, m), 2. 67 
-2. 76 (2H, m), 3. 86 ( 1 H, br s), 4. 45-4. 51 (l 
H, m), 7. 27 (1H, d, J = 8. 7Hz), 7. 74 (1H, dd, J = 
8. 7, 2. 7Hz), 7. 88 (1H, s), 7. 90 ( 1 H, d, J = 2. 4 
Hz), 8. 00 (3H, s), 8. 37 (3H, s), 8. 45 ( 2 H, s), 9. 
14 (1H, d, J = 7. 2Hz), 11. 32 ( 1 H, s). 
#14 1 : {b^fe#^"4 i<Dik&Vl<D$m 
(1) 2- {N- [N- (ter t h =3f S/;fr/H?=/i,) -L-o^vvW] - 
L-7x-;P77=/W t^>-5-^PO-N- [3, 5 - tf * ( hi> 
v*=f-;\s) 7xzi;i/] -<>X7^ K 

MitT^ 2-t Kn*i/-N- [3, 5 - fcT.X ( h U ^/I^P 

^^/W) 7x-;U] ^X7^; K («1 (1) ©fc^-ft), XtfN- [N- (t e 
r t h^-i/jJ/i'tf—jU) —L — n4 l/;V\ - L-7 ^=./UT?=- >'S:fflV^T 
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m 2 4 1 mm<Dm^ny\ mm\t^m^m^ 

&m : 38. 5 % 

1 H — NMR (CDC.l 3 ) : 5 0. 9 3 (6 H, s), 1. 4 1 (9H, s), 
1. 65-1. 79 (4H, m), 3. 34 (2H, d, J = 7. 5H z) , 4. 
54-4. 62 (1H, m), 5. 11 ( 1 H, d , 1 = 7. 2Hz), 5. 18 
(1H, d, J = 7. 2Hz), 7. 21-7. 28 (5H, m), 7. 47 (1 
H, dd, J = 8. 4, 2. 4Hz), 7. 5 2 (1H, s), 7. 60 (1H, 
d, J = 2. 4Hz), 7. 64 (1H, d, J = 7. 8Hz), 7. 91 (2H, 
s), 9. 0 6 (1H, s). 

(2) 5-^t3P-2- [N- (L-P-f^/W -L-7x-^77=^] i;^ 
V--N- [3, 5-fc** (MJ7;utn^fyi') 7x=yv] ^<yX7^ F 
i& (^^#-§-4 1) 

M^iLT. 2- {N- [N— (tert-7"KB/^) -L-n-T^ 
/H -L-?^— /V7"7— /W [3, 5 -If* (hi) 

7/U^-n^^) -7=.->v\ ^<yX7 5 K£^T#|2 5 £ ITO©^^^ 

: 71. 7 o/ 0 

*H— NMR (DMSO-d 6 ) : 5 0. 66 (3 H, d, J = 6. OHz) , 0. 
71 (3H, d, J = 6. 0Hz), 1. 55-1. 6 1 ( 1 H, m), 1. 70 
-1. 79 (3H, m), 3. 06 (1H, dd, J = 13. 8, 10. 2Hz), 
3. 25 (1H, dd, J = 13. 8, 4. 8Hz), 4. 08 ( 1 H, m), 4. 
7 3-4. 8 0 (1H, m), 7. 21-7. 27 (1H, m), 7. 29-7. 
35 (2H, m), 7. 42 (2H, d, J = 7. 2Hz), 7. 4 5 (1H, d, 
J = 2. 7Hz), 7. 68 (1H, dd, J = 8. 7, 2. 7Hz), 7. 79 
(1H, s), 8. 33 (2H, s), 8. 57 (3H, s), 9. 08 ( 1 H, d, 
J = 8. 1Hz), 11. 0 9 (1H, s). 
#14 2: fc^m^ 4 2 <Dik&lfo(Dmfe 
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(1) 2- {N- [N- (t e r t -yh^v/*/^/V) -jS-O- (t e r 
t--r<5-jV) — a — L—T 7- /^jVf-jV] - L-7x^77^H ^*>-5- 

^un-N- [3, 5 — tf {yyyjvxuu-jv) 7*-*] ^yX7 5 K 

LT. 5 — * Dn-2-l: Ko^S/— "N- [3, 5 - tf* (MJ7^n 
p^/W) 7x^/H ^/X7^ K (091 (1) V>tt&®), RTfN- [N- (t e 
r -0-0- (t er t -37*5^1') -a-L-T*^ 

JR^ : 19. 6% - 

1 H — NMR (CDC 1 3 ) : 5 1. 4 0 ( 9 H, s), 1. 4 4 (9H, s), 
2. 78 (1H, dd, J = 17. 4, 4. 5Hz), 3. 02 (1H, d d , J 
= 17. 1, 4. 8Hz) ,3. 39 (2H, d, J = 7. 5Hz), 4. 82- 
4. 85 (1H, m), 5. 07-5. 15 (1H, m), 5. 83 ( 1 H, d, 
J = 8. 7Hz), 7. 13 (1H, d, J = 8. 7Hz), 7. 29 (5H, m), 
7. 48 (1H, dd, J=8. 7, 2. 7Hz), 7. 50 (1H, s), 7. 
57 (1H, d, J = 7. 8Hz), 7. 69 ( 1 H, d, J = l. 8Hz), 7. 
8 8 (2H, s), 9. 07 (1H, s). 

(2) 2- [N- (o-L-T^^VU^/W) -L-7x^77^1 
5-^nn-N- [3, (h^/^o^f^) 7x=/^ ^^X75 
K ((b^#^-4 2) 

JDR#£ VX, 2 - {N- [N- ( t e r t -Zf h^X^—fr) - 0 -O- ( t 
er t-^/V) -a-L-77/N 1 /Pf;l'] -L-7x=;W7 7^} ^v'- 
5-^na-N- [3, 5-tf* (M)7/^o^f;V) 7i^] ^^^7? 

JRS* : 6 7. 4% 

1 H — NMR (DM SO- d 6 ) : 8 2. 8 2- 2. 9 6 (2H, m) , 3. 11 
-3. 17 (1H, m), 3. 2 4-3. 3 1 (1H, m), 4. 60-4. 6 8 

160 



WO 03/103656 



PCT/JP03/07127 



(1H, m), 4. 8 8-4. 9 5 (1H, m), 6. 97 (1H, d, J = 8. 
7 Hz), 7. 18-7. 2 3 ( 1 H, m), 7. 2 6-7. 3 6 (4H, m), 7. 
44 (1H, dd, J = 9. 0, 2. 7Hz), 7. 80 (1H, s), 7. 9 8 

( 1H) d> j = 3 . OHz), 8. 31 (4H, s), 9. 13 (1H, d, J 
= 7. 8Hz), 11. 12 (1H, s), 12. 04 (1H, s). 
#!i4 3 : <b-a^#-S§-4 3 ©^txO^jt 

(1 ) 5-^ P n-2-t Kn^rv'-N- [3, 5 - fcT* (MJ 7;Vt0^ f/V) 

5-^nn-2-tKn^-N- [3, 5 - if * (W 7 }?-;V) ~7 
x^] ^yX7U'(Ml 3. 8 4g, LOmmbl) Ox 

^/-/k(lOOmL) 2 ^TK^ft-t- MJ "7^*^ (5 mL, 10 

mmo 1) S?g.T'l^WUfc 0 ^^lEg*UT, M^^te© 

fifeS^ (4. 0 6 g, 1 0 0%) *&fCa 

'H-NMR (DMSO-d 6 ) -8 6. 4 3 ( 1 H, d, J = 8. 7Hz), 6. 
97 (1H, dd, J=8. 7, 3. OHz), 7. 59 ( 1 H, s), 7. 62 
(1H, d, J=3. OHz), 8. 29 (2H, s). 

(2) 5-^nn-2 - h ^rv^7J/^=./U) ^a^y-N- [3, 5 -If* (b 
y 37 u^/V) 7x^] ^yX7 5 K (|M#^4 3) 

5-^nn-2-t Kn^riy-N- [3, 5 - tf* (hV 7/l^u^/v) 7 
^-/l/] ^<yX7 5 K 1^ h V !7A& (2 0 O.mg, 0. 4 9 mmo 1 ) Or 
h^t KD77> (5mL) mm^, 7k^T. ^dn^g^fv^ (42/iL, 0. 
5 4mmo 1) £*0;is IStlOWtt h ^ ftK 

MM^%>KO&&Mfc (1 7 1 . 2mg, 7 8. 6%) £#fc 0 

X H-NMR (DMSO- d 6 ) : 5 3 . 8 0 ( 3 H, s ), 7 . 4 8 ( 1 H, d , 

J=8. 7Hz),7. 74 (1H, dd, J = 8. 7, 2. 7Hz), 7. 87 
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(1H, s), 7. 92 (1H, d, J = 2. 7Hz), 8. 36 (2H, s), 1 

I. 11 (1H, s). 

5-^nn-2-tFP^ri/-N- [3, 5 - tf * ( h y ^ ^vU) 7 ^ 

=-;V] ^yX7 5 K (#0 1 ( 1 ) ©ft-^Nfe ; 0 . 2 0g, O.'5 2mmol) O 
f F7tKn77y (4mL) Ifc h V =c77W7 5 > ( 0 . 15mL, 1.. 

0 7mmo 1 K ^ ^y7^7^— nj) K (4 5^ L s 0. 5 8 mm o 1 ) 

JEg5feLT#fe^fcajfi?rv-y UtfjV-ft^KZ n-v h^77^- (n-— =3rf- 
V:g^rr:^=3 : 1 -? 2 : 1 ) T'iltX, SHfc^O&ft&S (2 14. 
3 m g , 8 9. 2 %) £#fc 0 

1 H— NMR (DMSO-d 6 ) : 6 3. 4 3 (3H, s), 7.5 9 ( 1 H, d, 
J = 8. 7Hz) , 7. 77 (1H, d d, J = 9. 0, 2. 7Hz), 7. 87 
(1H, s), 7. 91 (1H, d, J = 3. 0Hz), 8. 36 (2H, s), 1 

1 . 1 4 (1 H, s). 

#14 5: fb£^##4 5 <Di^m<Dmt 

WMtLX, 5-^on-2-t:Ko^-N- [3, 5-^ (hy7/^ 
ut^-/V) 7x^] ^yX7 5 K (Ml (1) <D^m)s 1 -7 s n 

: 8 6 . 1 % 

X H-NMR (DMSO-d 6 ) : 5 0. 91 (3H, t, J = 7. 2 Hz), 1. 
71-1. 83 (2H, m), 3. 5 2-3. 5 7 ( 2 H, m), 7. 53 (1H, 
d, J = 8. 7Hz), 7. 75 (1H, d d, J = 8 . 7, 2. 7Hz), 7. 
86 (1H, s), 7. 88 (1H, d, J =3. 0Hz),8. 36 (2H, s), 

II. 16 (1H, s). 

#14 6 : {b-a-$J#-^4 6 <Dfc&m<DW& 
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WMtVX, 5-^PP-2-fcKn*V-N- [3, 5-\?X (Hl7/Utn 
^^vu) 7x^;v] ^yXT^ K 1 (l) ©<fb£-«jK W2-/n/^^;v 

J|£* : 5 9. 7% 

1 H — NMR (CDC1 3 ): « 1. 5 7 (6H, d, J = 6. 9Hz), 3. 5 
4-3. 68 (1H, m), 7. 41 (1H, d, J = 8. 7Hz), 7. 54 (1 
H, dd, J = 8. 7, 2. 7Hz), 7. 67 (1H, s), 7. 87 (1H, 
d, J = 2. 7Hz), 8. 21 (2H, s), 9. 10 ( 1 H, s). 
m 4 7 : {k-a-$3#-5r 4 7 <Dfc&m<DW& 

WMtVXs 5-?w-2-K Kn^fV-N- [3, ( h U 7/K*-n 

7t^/w) 7x^/u] ^vx7 5 k (0m (1) ©{t-a-^h X^7l-^^ 

i» : 8 4. 8% 

'H-NMR (DMSO- d 6 ) : 5 2. 19 (3H, s), 7. 2 4 ( 2 H, d, 
J = 8. 4Hz) ,7. 3.6 (1H, d, J=8. 7Hz), 7. 60 (2H, d, 
J = 8. 4Hz), 7. 73 (1H, dd, J = 8. 7, 2. 7Hz), 7. 77 
(1H, d, J = 2. 7Hz), 7. 86 (1H, s), 8. 19 (2H, s), 1 
0. 80 (1H, s). 
m 4 8 : te£-$>#-5§-4 8 ©{b^ftOKii 

5-^nn-2-tKn^>-N- [3, 5 - tf* ( h y * 7*) 7^ 

^] ^y/7 ^ K 1-thV 7^1g (0il4 3(1) <D{k&m ; 0. 2 0 g, 0. 
4 9mm o 1) ©f f7t Kp77^ (4mL) fflfc^ tK&T. N, N-v^ 
f/VWj^WnyK (52/iL, 0. 48mmol) SriD*.* ^fi"Cl 
2B#TO^bfc 0 ^kfcN, N-*^ W^r*^ 5 K (4 0 m L, 
0. 3 7mmol) %Mx.< 6 OW 6 -l*|PHt#Ufc. £j&2l£#>£zKfc:&tf\ 
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^ - ( n — : mwt=- , ?/i'='4 i) tint, iiMce^i 

(230. 7mg, 95. 9 %) £#fc„ 
1 H — NMR (DMSO-d 6 ) : 8 2. 8 5 (6H, s), 7. 5 3 ( 1 H, d, 
J = 8. 7Hz), 7. 74 (1H, dd, J = 9. 0, 2. 7Hz), 7. 86 
(2H, d, J = 2. 7Hz), 8. 38 ( 2 H, s), 11. 16 ( 1 H, s). 
094 9 : 4 9 0^b^OK5t 

p p _ 2 -fc Kn^rv'-N- [3, 5- IT* ( h U ^ ^/^) 7^ 

^>X7 5 K (Ml (1) ©lb^: 0. 4g, lmmol) ©i^!)^ 
(1 OmL) ^RLH^b-C^-fy ^^fr (6 6 4mg, 4 mm o 1) 

•fc»aE£#Bfc^?vi' (l5mL) "TMfrfcU 7k N H*«t- 
o7t-M-C a a B tlt, *»fcfi>fc©6fe»* (4 2 5mg, 8 7. 9%) £ 

l H— NMR (DMSO-d 6 ) : 5 7, 5 1 (1H, d, J = 8. 7 Hz), 7. 
61 (1H, dd, J=8. 7, 2. 7Hz), 7. 70 ( 1 H, d, J = 2. 7 
Hz), 7. 85 (1H, s), 8. 36 (2H, s), 11. 04 ( 1 H, s). 
09 5 0 : it&m^rW 5 0 (Dit^OMlt 

5-^np-2-t Kd^-N- [3, 5-fcf* (^7^0^^) 7i 
^yX7 §K («1 ( 1 ) (Dik&® ; 0 . 2g, 0. 5mmol) ©7t 
h^hy^ (8mL) *gf&lC, TVU^gBSHv 0*Ct?, H^Sft;^* (40 1 
mg, 5. 6mmol), ^y7n^xf;l/7^ (14 1mg, 1. 1mm 

o i), ^w^tf^^v mmm), mwwj^w*' d 9 smg, 

0. 7mmo 1) SrlWDx., ftVMT'l^-e 4 0 &|H&# bfc. 

^ni^/U (5 OmL) T*#fcU 2SJli», tK, tt»***^JIIGMfe# : 

^7h^77^f" (n-^^-^V- »ft^^-/y=3 :1) "C*lHRLT\ «J&ffc 
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&%)<D fifelft* ( 3 3 8 m g , 10 0%) £#fc 0 

1 H-NMR (CDC 1 3 ) : 5 5. 04-5. 17 (4H, m), 7. 15 (1 
H, dd, J = 9. 0, 1. 2Hz), 7. 2 2-7. 3 3 (1 1H, m), 7. 
61 (1H, s), 7. 85 (1H, dd, J = 2. 7, 0. 9Hz) 8. 20 (2 
H, s), 9. 2 5 (1H, s). 

«5i : {t&mm-z 5 1 ©ft-a-ti©^ 

5-finu-2- (^y^7^-77t-/) ^-=3rv--N- [3, 5 - bf 
* (fy7;^n^f^) 7x-;W] -iyXT^ K (fli^fttt5 0 ; 100m 
g, 0. 1 6mmo 1) ©ftgfeaifyV' (1 OmL) J&fctoiciMb^? 17 
S§ (10mg) StJPxl, *SS#ffl55T. Sfit* 1 Lfc 0 RfSft-frttSr-fe 

7^ Hi, l/T, «S^^©efe»* (7 8 mg, 1 0 0%) 

'H-NMR (DMSO-d 6 ):S 7. 41 (1H, dd, J=9. 0, 1. 
2Hz), 7. 63 (1H, dd, J = 9. 0, 2. 7Hz), 7. 70 ( 1 H, 
d, J = 3. OHz), 7. 8 4 ( 1 H, brs), 8. 4 0 (2H, s), 11. 
3 5 (1 H, b r s). 

5-# uu -2-7*-X7*-;tt*s-U- [3, 5-tf* {YV7/Vjr 
n^f-jv) 7x-;v]: ^yX75 K ({b^#^-5 1 ; 1 0 2mg, 0. 2mm 

0 1) <Dx.fi S—JV (2mL) jgjfcfc, y .frAaih^K (l 8mg, 0. 
3mmo 1) £#0*., iST'3 0«#Uc, »jK*«BEg*LT»e>*l*:» 
ttSrn— «• ^V-^/mWLxT-sUViBmVX, *Hfc£#<B*»ftl&* (1 10m 
g , 10 0%) Sr#fc. 

1 H-NMR (DMSO-d 6 ) : 6 7. 30 (1H, d, J = 8.7Hz), 7. 
52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 63 ( 1 H, d, J = 2. 7 
Hz), 7. 77 (1H, brs), 8. 52 (2H, s). 

m 5 3 : 5 3 <D\^m 
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*^o^3-Kff: 23 8-2 2 

m 5 4 : 5 4 <Dfc&M<D®& 

5-^nn-2-tKo^-N- [3, S-if* (^17^0^^) 7^ 
n/V] ^yX7 5 K (09 1 ( 1 ) (Dit^ ; 0 . 1 0 g , 0 . 2 6 mm o 1 ) © 
7h7tKo77V (2mL) SBftfc, T/U=?V#B^T. 0 ^CC h y ^5vV7 
^ (0. 0 5 5mL, 0. 3 9 mm o 1 h >f V S'T^R'T V Zfv Vfr ( 3 3 . 
3m g, 0. 3 9mmo 1) Srin*., 1 M 

fift3i^/W-C«S5**U'C, #S{fc£^<DGfet&5fc (3 3mg, 2 7. 0%) %H 
7C 0 

1 H — NMR (CDClj): 5 1. 21 (6H, d, J = 6. 3Hz), 3. 8 
4-3. 93 (1H, m), 5. 24 (1H, d, J = 7. 2Hz), 7. 07 (1 
H, d, J = 8. 7Hz), 7. 40 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 61 (1H, s), 7. 72 (1H, d, J = 2. 4Hz), 8. 09 ( 2 H, 
s), 9 . 0 8 (1H, s). 
W 5 5 : ik&mm%- 5 5 <D{b&V0<Dm& 

WMkLX, 5 -^nn-2-fc Kn^ri/-N- [3, 5 - If* (h!J7/Ptn 
7^-^] ^yXr^ K (0U (l) <D4k&®), XWy->7v|^y 

ifcJfS : 4 8 . 2 % 

J H — NMR (DMSO-d 6 ): 6 4. 2 1(2 H, d, J = 6. 0Hz), 7. 
12-7. 15 (3H, m), 7. 2 0-7. 2 3 ( 2 H, m), 7. 34 (1H, 
d, J = 8. 7Hz), 7. 65 (1H, dd, J = 8. 7, 2. 7Hz),7. 
80 (1H, d, J = 2. 7Hz), 7. 85 (1H, s), 8. 40 (2H, s), 
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8. 41 (1H, t, J = 6. 3Hz), 11. 03 (l.H, s). 
W 5 6 : \\tf$*m% 5 6 <D4k&®<Dmm 

Wfflb It, 5-^Bn-2-tKo^-N- [3, 5 - \fx ( YV yjv^rn 

-7.^=.}V\ -cyxr^ k mi (i) <ott&to). Rx^2-^fy-yri-h 

IR^ : 4 0 . 3 % 

1 H — NMR (DMSO-d 6 ) : 6 1 . 1 2 ( 3 H, t , J = 7 . 2 H z ), 3 . 
76 (2H, d, J = 6. 0Hz),4. 02 (2H, q, J = 7. 2Hz), 7. 
31 (1H, d, J = 9. OHz), 7. 6 5 (1H, dd, J = 8. 7, 2. 7 
Hz), 7. 80 (1H, d, J = 3. OHz), 7. 84 ( 1 H, s), 8. 30 
(1H, t, J = 6. OHz), 8. 37 (2H, s), 10. 98 ( 1 H, s). 
m 5 7 : 5 7 (Dik&m<OWk 

5-^nn-2 - {N- [(^ b^v^l^ci/W) t^A"] juW^JM tti/ 
— N— [3, (F!)7;vtn^f^) ^yXT5K tft^' 

#•§•5 6 ; 7 Omg, 0. 1 4mmo 1) <DT h7 t Kn77> (3ml) ^ 
fc, 7k (0. lmL) v W (3 SO 6 0°CT*1 H*IW«#Lfc. S/S 

#kftfcgl^£-f y/o bf/vm— 7VU/n VC^Sfc^LT> SfMtt^ 

(6 1. 4mg, 9 3; 2%) Sr#fc, 
1 H — NMR (DMSO-d 6 ) : 5 3. 68 (2H, d, J = 6. OHz), 7. 
31 (1H, d, J = 9 . OHz), 7. 65 (1H, dd, J = 9. 0, 2. 7 
Hz), 7. 79 (1H, d, J=2. 7Hz), 7. 83 ( 1 H, s),8. 19 
(1H, d, J = 6. OHz), 8. 36 (2H, s), 10. 98 (1H, s), 
12. 62 (1H, brs). 
W 5 8 : VC&m^ 5 8 ©fl2^*©»3t 

LT, 5-^BB-2-fcKn^-N- [3, 5 - tf* (MJ7/u;frn 
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*^>V) 7x-;V] ^yxj$ K (Ml (i) (Dik&m. RXI (S) - (-) - 
2 -4 Vi/Tl~ h7°n f^g^ fv^ffl^TtfiJ 5 4 £ P»D&f££?TV\ 

: 6 2 . 5 % 

1 H — NMR (CDC1 3 ):5 1. 46 (3H, d, J = 7. 2Hz), 3. 7 
5 (3H, s), 4. 3 7 (1H, m) , 5. 9 2 (1H, d, J = 7. 8 Hz), 
7. 13 (1H, d, J = 8. 7Hz), 7. 47 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 7. 64 (1H, s), 7. 82 ( 1 H, d, J = 2. 7Hz), 8. 1 
5 (2H, s), 8. 7 8 (1H, s). 
M 5 9 : {t^$3#-§- 5 9 ©^^^^^56 

JIfti It, 5-^ncr-2-t Kn^iy-N- [3, 5 - \fx (Fy.7/^P 
yiTvW 7x=/H -O-XT^ K (Mi (l) ^)-fb^), fttf (S) - (-) - 

2 — r y ->t^ h- 3 -7:n-^p t°^-^y f/^ffl^xfjs 4 ti^ii©^ 

■ 5 3 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 3. 15 (2H, dd, J = 6. 0, 4. 2H 
z), 3. 75 (3H, s), 4. 66 ( 1 H, dt, J = 7. 2, 6. 0Hz), 
5. 74 (1H, d, J = 8. 1Hz), 7. 0 4-7. 08 (3H, m), 7. 
2 0-7. 2 7 (3H, m), 7. 45 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 63 (1H, s), 7. 81 (1H, d, J = 2. 7Hz), 8. 11 (2H, 
s ), 8. 7 2 ( 1 H, s ). 
M 6 0 : <fb^#-S|- 6 0 (D'fb-a-^©^ 

Milt, 5-^nD-2-tKP=3r^-N- [3, 5 - tf* (hy7/^n 

yfvv-) 7x^/i/] ^yX7>; K (Mi (1) ^-fb-a-W, RTf (s) - (-) - 

J|X$ : 2 6 . 0 % 
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X H-NMR (DMSO-d 6 ): 5 3. 51 (2H, d, J = 5. 1Hz), 3. 
57 (3H, s), 4. 17 (1H, dt, J = 8. 4, 5. 1Hz), 7. 30 
(1H, d, J = 8. 7Hz), 7. 65 (1H, dd, J = 8. 7, 2. 7Hz), 
7\ 80 (1H, d, J = 2. 7Hz), 7. 83 (1H, s),8. 27 (1H, 
d, J = 8. 1Hz), 8. 39 (2H, s), 10. 94 (1H, s). 
M6 1 : l<Dfc&to<Dmk 

2- [N- (jJ/l>tf*ci/*<?/l') %/W<^rs( )V\ [3, 
5 - fcT * (by pt 5vW) 7*=^] ^yXT-; K (<{fr£*#*5 7 ; 0 . 

2 0 g , 0. 4 1 mmo 1 ) ON-^ 5vU- 2 - fc'n y i? y y (4mL) ^{C, 
zfC#T* L-7x^;l/77-y ( t e r t -Zf?-jV) ^.^Tfr&WM. (l 5 9. 
4mg, 0. 6 2 mmo 1), 1-fc Kb ^ */*<isyr h ]) T V~—)V ( 8 3. 6mg, 
0. 6 2 mmo 1 h WSC • HC 1 (158. 2m g, 0. 8 2 mm o 1 ) £r7JQ 

:ffi&x.7-/l>=3 : 2-^1 : 1) Tif$^ n-^tVT?fefiftLt, 

aua-ft:.^© (157. 9 m g , 5 6 . 0 %) £#fc„ 

'H-NMR (CDCI3) : 5 1. 40 (9H, s), 2. 9 6- 2. 99 (2 
H, m), 3. 8 6 (2H, d, J = 5. 7Hz), 4. 7 2 ( 1 H, d t, J = 
7. 5, 6. OHz), 6. 12 ( 1 H, m), 6. 35 ( 1 H, m), 7. 06- 
7. 12 (3H, m), 7. 2 0-7. 2 6 (3H, m), 7. 44 (1H, dd, 
J = 8. 7, 2. 4Hz), 7. 62 (1H, s), 7. 79 ( 1 H, d, J = 2. 
4Hz), 8. 15 (2H, s), 9. 00 (1H, s). 
#1 6 2 : te-g-t&S-f 6 2 0^«5©jR5f 
(S) -2 - [N- ({N- [1- (t e r t -7 h**/jrA*fi-A') -2~7=c 

[3, 5 -If* (H)7/l/tD^f;U) 7x=/l/] ^VX7 5 h* ({b^##6 
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l;l06mg, 0. 1 5 mm o 1 ) IJI 4 ( 1 m 

^^y^n^ ^finLtc^^m.m.Lx, mmit^m^^n^ (8 i mg , 

8 3.2 %) <H#fc„ 

1 H — NMR (DMSO - d 6 ) : 5 2. 84 (1 H, dd, J = 13. 8, 9. 
0Hz), 3. 01 (1H, dd, J = 13. 8, 5. 1Hz), 3. 60 (1H, 
t, J = 6. 6Hz), 4. 3 7-4. 4 5 (1H, m), 7. 15-7. 26 (5 
H, m), 7. 30 (1H, d, J = 8. 4Hz), 7. 65 ( 1 H, d d, J = 
8. 7, 2. 7Hz), 7. 80 (1H, d, J = 3. OHz), 7. 83 (1H, 
s), 8. 05 (1H, t, J=9. 0Hz), 8. 18 (1H, d, J = 7. 8 
Hz), 8. 36 (2H, s), 10. 98 ( 1 H, s). 

me 3 : ft^#>#-5§-6 3<D{k&to<Dmk 

MHt, .2- [N- (jJ/U#*i/*?-jU) XA'sttejA''] pt*is-5-?a 
n-N- [3, 5- If* {YV7)VJrxiff-jV) y =.=./u] ^yX7 5 K Mb-g- 
«5##5 7), RTfL-TX'*?*?^®. *J (t e r t -^/U) s^x/Hftiftift 

: 3 5 . 7 % 

1 H — NMR (DMSO-d 6 ) : 6 1. 36 (18 H, s), 2. 46-2. 5 
4 (1H, m), 2. 62 ( 1 H, dd, J = 16. 5, 6. OHz), 3. 64 
(2H, d, J = 6. OHz), 4. 46 (1H, dt, J = 7. 5, 6. 6Hz), 
7. 31 (1H, d, J = 8. 7Hz), 7. 65 (1H, dd, J = 9. 0, 2. 
4Hz), 7. 80 (1H, d, J = 2. 7Hz), 7. 83 ( 1 H, s), 8. 1 
1 (1H, t, J = 6. OHz), 8. 20 (1H, d, J = 8. 4Hz), 8. 
3 7 (2H, s), 10. 9 7 (l H, s). 
036 4 : fc-fr*##6 4^b^t)(0Mig 

flCfti L"C„ (S) - 2- [N- ({N- [1, 2-^ ( t e r t -7*h#^/V 
jtfcrvW) aifvi/] jtj/W<*e4 jy) ^f/U) ^/w^^yl/) ^-df-e/- 5 — ^ n n- 
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#6 3) SrffiV^"C«6 2t™©^SrtfV\ «S^«lS:#fc, 
jfcip : 7 4 . 0 % 

1 H — NMR (DMSO-d 6 ) : S 2. 56 (1H, dd, J = 16. 5, 6. 
6Hz), 2. 66 (1H, dd, J = 16. 5, 5. 7Hz), 3. 65 (2H, 
d, J = 6. OHz), 4. 53 (1H, dt, J = 8. 1 / 6. 3Hz), 7. 
32 (1H, d, J = 8. 7Hz), 7. 65 (1H, dd, J = 8. 7, 3. 0 
Hz), 7. 79 (1H, d, J = 2. 7Hz), 7. 83 (1H, s), 8. 09 
(1H, t, J=6. 3Hz), 8. 23 ( 1 H, d, J = 8. 1Hz), 8. 3 
7 (2H, s), 10. 97 (1H, s), 12. 2-12. 9 (2H, br). 
#tj 6 5 : fl^#>## 6 5 (D\^m<Dmt 
m&b UT> 2- [N- (tf/Wtf^S^^Vl") jfr/W^vf/V] 
n _ N _ [ 3> (M)7/Pto>f^) 7x=M ^yXTU*'^ 

«&#■*§■ 5 7), &tW- ( t e r t h^^) #A'#=/V'-L-y v 5 ^ ( t 

J{X^ : 1 4 . 3 % 

1 H — NMR (DMSO-d 6 ): 8 1. 18-1. 43 (4H, m) , 1. 36 
(9H, s), 1. 37 (9H, s), 1. 51-1. 64 (2H, m), 2. 84 
(1H, t, J = 6. 6 Hz), 2. 86 ( 1 H, t* J = 6. 3Hz), 3. 6 
4-3. 68 (2H, m), 4. 02-4. 10 (1H, m), 6. 71 ( 1 H, 
m), 7. 32 (1H, d, J = 8. 7Hz), 7. 65 (1H, dd, J = 8. 

7, 2. 7Hz), 7. 80 ( 1 H, d, J = 2. 7Hz), 7. 82 ( 1 H, s), 

8. 01-8. 06 (2H, m), 8. 37 (2H, s), 10. 93 ( 1 H, s). 
m 6 6 : \\&m%r% 6 6 <D4t&®) 
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13 $ n ^=x - K#t§- : S7182 4- 6 
096 7 Mb^#-§-6 7<Dft>&m<OW3k 

5-^nn-2-tKn^-N- [3, 5 - tf* (hil7^tn^f;i/) 37^ 
=/l/| ^yX7 $ K (fill ( 1 ) (Dik&m ; 1 . 15g, 3mmolK 

(2 8 5 nig, 3. 6mmo 1 ) <7>x hyt Kn77> (lOmL) ?k 
Jfr7\ N, N-^9vl^7/W^^/i^n ]) K (30 4/iL, 3. 3mmol) 

Srio*., #^-e^?s-e 3 . 5 ltc 0 ^j&M-a-fejc h y ^;vr % ^ ( 0 . 

5 ml, 3 . 6 mmo 1 K N, N-v 1 ^ ^yl^/W^-Y/W^ pi) K ( 3 0 4 /* L , 
3. 3mmol),W4-^f;V7^;t , yi;y (HOmg, 0. 9mmo 

i) $^i:sst-2 ommmwLtc 0 ^u^m^2M^mm (6mn 

(3 0mL) &1)Ux.ffiim^/l>X*m&Vtz 0 f»^5vHi£7j<U ^Sl^ 

TKTfJti^^, MTK^^hy i7at^^, ^l^MiU, iift^ 

( 1 . 2 9 g , 9 4. 2 %) £#/c 0 
'H-NMR (DMSO-d 6 ) =5 2. 8 1 (3H, s), 2. 9.8 (3H, s), 
7. 36 (1H, d, J = 8, 7Hz), 7. 6 6 (1H, dd, J = 8. 7, 2. 
4Hz), 7. 80 (1H, d, J = 2. 4Hz), 7. 84 ( 1 H, s), 8. 3 
5 (1H, s), 11. 03 (1H, s). 

#16 8: -ffc£-#j#^- 6 8 <Dik&m<Dmm 

5-^co-2-t Kn^i/-N- [3, (h V 7 fr*u t^/V) y =. 

=-jV\ -><l/XT % K (#11 1 (1 0. 2 0g, 0. 52mmol) © 

t*y^^ (3mL) N, N-^5VP#/w^e^7i^ n y K (8 0 m L, 

. 0. 6 3mmol)m, 6 0 tf 4 B#ra«# Lfc 0 £ 2 

— r/W/n .^f-^T|§ B a B ^UT, tIS^-a-^OS^ H B H (2 3 1. 2mg, 

9 2.1 %) £#7c 0 

J H-NMR (CDC 1 j) : 5 1. 16 (3H, t , J = 7. 2Hz), 1. 2 
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0 (3H, t, J = 7. 2Hz), 3. 41 (2H, q, J=7. 2Hz), 3. 
45 (2H, q, J = 7. 2Hz), 7. 05 (1H, d, J = 9. 0Hz), 7. 
4 4 (1H, dd, J = 9. 0, 2. 7Hz), 7. 62 (1H, s),7. 70 

(1H, d, J = 2. 7Hz), 8. 09 (2H, s), 9. 25 (1H, s). 
M 6 9 : 6 9 <Dik&%)<Dm& 

5-? vu-2-t N- [3, (Mi7;^n^f^) 7^ 

KyX7 5 K (091 ( 1 ) <Dit&y>l ; 0 . 2 0 g , 0 . 5 2 mm ol) © 
f[-7tKn77^ (3mL) t£$3&lc, fA'-N-?*^*^^ 
Mn!) K (10 5. 8mg, 0 . 6 2 mm ol), h V ^)VT % V (0.2m 
L, 1 . 4 3mmo 1 K 4 fvl'T ^ / fc° y (1 Omg) SrTJP;^ ^M. 

mmik&mo (239. 3 m § , s 9 . 0 %) sr^fc 

'H-NMR (DMSO-d 6 ) : 5 3. 2 8 (3H, s), 7. 15-7. 34 
(5H, m), 7; 39 (1H, d, J = 8. 4Hz), 7. 66 (1H, dd, 
J = 8. 7, 2. 4Hz), 7. 81 (1H, d, J = 2. 4Hz), 7. 87 (1 
H, s) ,8. 34 (2H, s), 11. 00 ( 1 H, s). 
0ij 7 0 : \Y&m^% 7 0 <D\\&m<F>W-& ■ 

WMt^X, 5-^nn-2-kKo^-N- [3, 5-fc'* ( h V V )V*xi 
tf-su) ^yX7^; K (tfdl (1) ©<fb-^K £tfl-t?n y 

J&$ : 7 0.4% 

1 H-NMR (DMSO-d 6 ) : 8 1. 71-1. 81 (4 H, m), 3. 19 
(2H, t, J = 6. 6Hz), 3. 45 ( 2 H, t, J = 6. 6Hz), 7. 3 

7 (1H, d, J=8. 7Hz), 7. 66 (1H, dd, J = 8. 7, 2. 7H 
z), 7. 79 (1H, d, J = 2. 4Hz), 7. 85 ( 1 H, s), 8. 34 (2 
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H, s), 11. 0 3 (1 H, s ). 

m 7 1 : it&mm^ 1 1 <ofc&m<Dsm 

5-^nc-2-t Ko^riz-N- [3, 5 - tf* ( 7^tn^f;V) 7x 
/<yX7 U* (011 ( 1 ) <Dfc&Vo ; 0 . 2 0 g , 0 . 5 2 mm ol) O 
7h7tKn77^ (3mL) fcftiRfc, ^7^— !J y-4-*/^=;U7 n 
y K (7 3/iL, 0. 6 2mmo l) v hi) ^JVT 5 ^ (0. 2mL, 1. 4 3 
mm o 1 ) , 4 - v 5 ^ ^yWT ^SWW (lOmg) ZMx., ^j£T' 2 m&W¥ 

(2 3 7. 2m g, 9 1. 8%) £#7c 0 
1 H — NMR (DMSO-d 6 ) : 5 3 . 3 5 (4 H, s ), 3 . 5 4 (4 H, s ), 
7. 37 (1H, d, J = 9. 0Hz), 7. 68 ( 1 H, dd, J = 9. 0, 3. 
0Hz), 7. 83 (1H, d, J = 2. 7Hz), 7. 87 (1H, s),8. 3 
9 (2H, s), 11. 0 6 (1 H, s). 
M 7 2 : <ffc£-*#-^ 7 2 <Dfc&Vo<DMkfe 

Hi^iLt, 5-^nn-2-fcKo*J/-N- [3, 5 -If* ( hJJ 

pt^vW) 7x^U] ^X7? K (0111 (1) <Dfc&W). RTfiA-tf-Jl'K'^-y 

^-l-*;v*'^n!J K&J8WT#!l6 9 £ H^H^ff^fiM^ ^ffi-fb^ 

W : 6 9 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 2. 2 8 (3H, s), 2. 3 4-2. 4 4 (4 
H, m), 3. 6 0-3. 7 3 (4H, m), 7. 02 (1H, d, J=9. OH 
z), 7. 33 (1H, dd, J = 8. 7, 2. 7Hz), 7. 61 ( 1 H, s), 
7. 65 (1H, d, J = 2. 4Hz), 8. 05 ( 2 H, s), 9. 18 (1H, 
s). 

m 7 3 : 7 3 ©fb^O^jt 
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h y 7>fl/ (5 4 9m g, 1.8 5mmo 1 ) <Di/f odi^ (10m 

L) mmz, ?K?pT\ ^ V^^^-VW^^ (7 8 6mg, 5. 0 0mm o 1 h 
h!)xf/V7^ y (5 0 6mg, 5. 0 0 mm o 1 ) O^nni^y (5mL) 

ff7tKn77V (1 OmL) l^#PU ?K^T> 5-^PB-2-t Kn* 
v/-N- [3, 5-fcT* (MJ 7A'Z-u*?-A') 7x=;l/] K (Fill 

(1) <Di\&%) ; 1 . 9 2 g, 5. 0 Ommo 1 ) ©r h7t Kb75> (10 
mL) it> hJ)xf/k7^y (5 4 9'mg, 5. OOmmol), 

r^y t°y ^ do omg) ^nx., ^tax*3 2^mm.Whtc 0 %j&m-&m?t 

yf;/77>f- ( n : g^M^^= 3 : 1) TfSliLt, m<Ei#4fe 
tf>6#J£ H B H ( 1 • 8 1 4 g , 6 4.0%) %#fc„ 

1 H — NMR (CDC1 3 ):5 1. 25 (3H, t, J = 7. 2Hz), 1. 6 
3—1. 7 3 (2H, m), 1. 9 5-2. 0 0 ( 2 H, m), 2. 4.8-2. 5 
8 (1H, m), 3. 05-3. 13 (1H, m), 3. 18-3. 25 (1H, 
m), 4. 08-4. 18 (2H, m), 4. 15 (2H, q, J = 7. 2Hz), 
7. 05 (1H, d, J = 9. 0Hz), 7. 42 ( 1 H, dd, J = 9. 0, 3. 
0Hz), 7. 62 (1H, s), 7. 69 ( 1 H, d, J = 2. 7Hz), 8. 0 
6 (2H, s), 9. 13 (1H, s). 
«74 : 7 4 ©flS^fc© J85ft 

5 _^ nD _2- {[4- (a: h^rv/^;^=/W) tf-< y 5? J/- 1 ->f /V] 
=/W ^"^V-N- [3, 5-fcT* ( h V 7/V^n> 5vU) 7i^] ^y^7 
5 K ({k&yd^F^ 73 ; 5 04mg, 0. 889 mm o 1 ) <Dx h 7 t Kn77 
y (1 OmL) mmz, 7k (0. 6mL), (2 OM) 6 0°CT?5 

ftSfeai^/V/n ^t^bSglLT, ;gSgfc£*©6£*££ (4 19. 8 

m g , 8 7. 6 %) £#7c 0 
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*H — NMR (DMSO-d 6 ) : 5 1. 2 4- 1. 3 4 (1H, m), 1. 39 
-1. 51 (1H, m), 1- 77 (2H, d, J = 12. 3Hz), 2. 38- 
.2. 4 6 (1H, m), 2. 9 0 (1H, t, J = 11. 4Hz), 3. 0 8 (1 
H, t, J = 12. 0Hz), 3. 80 (1H, d, J = 12. 0Hz), 4. 0 
2-4. 07 (1H, m), 7. 36 (1H, d, J = 9. OHz), 7. 66 (1 
H, dd, J=8. 7., 2. 7Hz), 7. 80 (1H, d, J=2. 4 Hz), 
7. 82 (1H, s), 8. 36 (2H, s), 11. 03 (1H, s), 12. 2 

1 (1 H, b r s). 

W 7 5 : {t&Va&^r 7 5 <D{b£^<Z>M5i 

Iffttt, 5-^nn-2-kKn^-N- [3, 5 -If* (H)7;^n 
* ?viO -<^XT^ K (0*1 1 ( 1 ) <Dfc&Qa). IfctM % J 9 JW&ti?'=- 

l&m : 6 4. 4 % 

'H-NMR (DMSO- d 6 ) : 5 1. 11 (1H, t, J = 7. 5Hz), .1. 
13 (1H, t, J = 6. 9Hz), 4. 01 (2H, q, J = 7. 2Hz), 4. 

02 (2H, q, J = 6. 9Hz), 4. 08 (2H, s), 4. 27 (2H, s), 
7. 29 (1H, d,.J = 9. OHz), 7. 67 (1H, d d, J = 8. 7, 2. 
4Hz), 7. 80 (1H, d, J = 2. 4Hz), 7. 84 ( 1 H, s), 8. 3 
7 (2H, s), 10. 98 (1H, s). 

m 7 6 : 7 6 <D\\&m<ow-&. . 

JRCftfc 2- {N, N-tf^ [(^ Y**yl!)Vifs—)V) % >\> -s*^ AA 

[3, 5 — hf* (M)7/W^o^f/V) ^ 

yxr^ k (ft^*tf 75) %m^xM7 4tmm<n&ft%ni<\ nmik&vo 

Jfc^ : 3 6. 5% 

1 H-NMR (DMSO- d 6 ) : 5 3. 9 8 (2H, s), 4. 18 (2H,s), 
7. 28 (1H, d, J = 8. 7Hz), 7. 6 7 ( 1 H,. d d, J = 8. 7, 2. 
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7Hz), 7. 79 (1H, d, J = 2. 7Hz), 7. 82 (1H, s), 8. 3 
5 (2H, s), 10. 96 (1H, s), 12. 75 (2H, brs). 
m 7 7 : -ft-g-#J#-5§- 7 7 <£>-(fc<£t><7}$Sijg 

(1) 5-yn^e-2-b: Kn^rv'-N- [3, 5 - tf^ ( hi) * =f-;V) 

J^iLr. RXfi3, 5-fc** ( h y 7 /i^ n ^ ?vi-) 

T=y ^fcJHV^C«l (1) £|i^S©&f1s&?TV\ ilM<fb£-^£#7t, 
I&ip : 8 8 . 5 % 

1 H — NMR (DMSO-d 6 ) : 8 6. 9 8 (1 H, d, J = 8. 8Hz), 7. 
59 (1H, dd, J=8. 8, 2. 8Hz), 7. 83 ( 1 H, s), 7. 98 
(1H, d, J = 2. 8Hz), 8. 43 (2H, s), 10. 82 ( 1 H, s), 
1 1. 3 7 (1 H, s). ..." 

(2) 5-yn^-2 - ]} J 13JV$~)V) ^i/-N- [3, 5- 
tf* (MJ7^tn^f/v) y^-A-] ^yX7^ K (Mff-7 7) 
JjfJfsft LT. 5-7n^-2-fcKo^r^-N- [3, 5 - If* (h!)7;^P 
^A) h\ RXl^/l-y^— V ^s- A-tuViR—JW n ]) 
K£fflV^#J7 1 il^«!©tlfEil:fTV\ ^j§{b^£#7Co 

: 8 7 . 1 % 

1 H — NMR (CDC 1 3 ) : S 3. 59-3. 70 (8H, m), 7. 01 (1 
H, d, J = 8. 7Hz), 7. 55 ( 1 H, dd, J = 8. 7, 2. 4Hz), 
7. 63 (1H, s), 7. 8 0 (1H, d, J = 2. 1Hz), 8. 05 (2H, 
s), 8. 9 9 (1H, s). 
m 7 8 : {fc£-#J#^ 7 8 <D\ki?m<DWiT& 

(i) 5- [(i, i-^^) if-y^/n* 

5- [(1, 1-^^/W) -2-fc Kn^i/^yXT^ft K (2. 1 

5 g, 12. lmmo 1) <D 1 , (1 0 0 mLh 7k (4 0 mL) & 

Ill,^7 7^t(l. 76g, 18. lmmo 1). ]) >Wt~' t h V £-M7. 
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3 3 g, 4 7mmo 1 ) *lR7Llt 0 Z.(D^m\^ zk?£T. mmk-T M *A 
(1. 7 6g, 15. 5mmol)O*S«(10mL) ^r!TL> lHWt 
fc„ &V^£ IMtf!)^ (1. 80g, 14. 3mmol) 

fcjQx., 3 O^IHHft^Ufc. EJ&»£*fc»8EIfe&>to*.pH$:l > 1, 4 

fcti/fcME&n .^-^V-C*MS§fe^L-C > ^ffi{b^oe^l&*(l. 8 1 g, 

7 7.4 %) £r#fc 0 

'H-NMR (DMSO-d 6 ) : 8 1. 26 (9H, s), 6. 90 (1H, d, 
J = 9. 0Hz), 7. 58 (1H, dd, J = 8. 7, 2. 4Hz), 7. 75 
(1H, d, J = 2. 4Hz), 11. 07 (1H, brs). 

(2) 5- [(1, ^i^/V] Kn^>-N- [3, 

JRS-fcUTv 5- [(1, 1-v^fvO f-y^^> RU3, 5 -If* 

(hy7;^n^f;v) T~ i> ^tr^V^T?!! 1 (1) il^oSMfrlrfrV^ SJg 

: 5 3 . 8 % 

1 H — NMR (DMSO-d 6 ): 1. 30 (9H, s), 6. 96 (1H, d, 
J =8. 7Hz), 7. 50 (1H, dd, J = 8. 7, 2. 4Hz), 7. 82 
(1H, d, J = 2. 4Hz), 7. 8 3 (1H, s), 8. 46 (2H, s), 1 
0. 8 0 (1H, s) 11. 12 (1H, s). 

(3) 5- [(1, 1— S^Tvl") -2 - / Jj/VtS^/U) 
t^fi/] -N- [3, 5 -If* (h!)7;t/to^f^) 7x=;u] ^yX7^ K 

(ft^ft#t7 8) 

mnt^X, 5- [(1, 1-v^^/v) -2-t Kn*V-N- [3, 
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: 9 5 . 0 % 

1 H — NMR (CDC1 3 ):5 1. 35 (9H, s) 3. 60-3. 67 (8 
H, m), 7. 05 (1H, d, J=8. 4Hz), 7. 54 (1H, d d, J = 
8. 7, 2. 4Hz), 7. 64 ( 1 H, s), 7. 74 ( 1 H, d, J = 2. 7 
Hz), 8. 12 (2H, s), 9. 02 (1H, s). 
m 7 9 : 7 9 ©fc£-fcj<Z>jR3i 

(1) 2-t Ko^>- 5- h U 7^o^f^-N- [3, 5-tf* (h!)7 

H^i:tt, 2-tKo^-5- (F!J7/vtD^f/u).^im &t/3, 
5-tf* (h'J7;i'tn^;u) T= V l/%m^Xffl 1 (1) ^IHH^W^fi 1 

: 4 4. 7% 

1 H — NMR (CDC 1 3 , S) : 7. 17 (1H, d, J = 9. 0Hz) 7. 7 
2-7. 75 (2H, m), 7. 86 (1H, s), 8. 17 (2H, s), 8. 3 
5 (1H, s) 11. 8 8 (1H, s). 

[ 2 - t Kn ^5/- 5 - ( h V 7/l/tn^ 9vV) = ^ • TV K • 

y j—- ri/zi.— y- jfuv ' Zfl/T-j y (Chemical & Pharmaceutical Bulletin) J, 
1 9 9 6#, I44t, m4#, p. 7 3 4-7 4 5#RBJ 

(2) 2- C^E-A^* — y 7 j];V7$=.;V) t^>-5- f!) 7^tn^f^-N 
- [3, 5-1?* ( h ]) 7 jV&vi ff-jV) 7^~;V~\ ^yX7^ K (-ffc£-$## 
7 9) 

g^tU, 2-t MJ7/^n>f/l/-N- [3, 5-fcT* (h 

i&m : 8 3. 6 % 

1 H — NMR (DMSO-d 6 ): 5 3. 3 0 - 3. 3 8 (2H, m), 3. 48 
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-3. 58 (6H, m), 7. 59 ( 1 H, d, J = 8. 4 Hz), 7. 87 (1 
H, s), 8. 01 (1H, ddd, J = 8. 4, 2. 4, 0. 6Hz), 8. 1 
3 (1H, d, J = 2. 1Hz), 8. 39 (2H, s), 11. 14 (1H, s). 
09 8 0 : {fc-S-W-Sr 8 0 <Dfc&VdZ>U& 

(1) 4-^on-2-tKP^>-N- [3, 5 - tfX ( h JJ 7 )Vjru <f-/v) " 

T^U ^fcJSv^m (1) fcH*©SM£«:fTV\ 
: 5 5 . 8 % 

^H-NMR (DMSO-d 6 ): 5 7. 0 5 - 7. 0 8 (2H, m), 7. 84 
-7. 87 (2H, m), 8. 45 (2H, s), 10. 84 (1H, s) 11. 
6 4 (1 H, b r s). 

(2) 4-^pp-2- (^7t-!i;*^=;V) ah*->-N- C3, 5 - 
tf* .( hp 7i=;P] ^<yX7 5 F (ft^H*f8 0) 
g^ttt, 4-^PB-2-th'B^-N- [3, 5-tr* (h!)7/^o 
^^■/W 7x^;w] 5 F, M^7^ - y y- 4 n u 

: 8 4 . 1 % 

1 H — NMR (CDC1 3 ) : S 3. 56-3. 68 (8H, m), 7.18 (1 
H, d, J = l. 8Hz), 7. 35 (1H, d d, J = 8. 4, 1. 8Hz), 
7. 6 4 (1H, s), 7. 67 (1H, d, J = 8. 4Hz), 8. 08 (2H, 
s), 8. 9 1 (1H, s). 

ms i : \Y&m^% 8 1 (Dik&mvmjk 

(1) 2-t Fb^-5-3-K-N-C3, 5 -If* (HJ7;Vto^f^) 
TO £ LT, 5-3-Ffy 3 , 5 - tf * ( h y **f-)V) 
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: 6 2 . 2 % 

^H-NMR (DMSO-d 6 ): 5 6. 8 6 (1 H, d, J = 8. 4Hz), 
74 (1H, dd, J-8. 7, 2. 4Hz), 7. 84 (1H, .). 8. 13 
(1H, d, J = 2. 1Hz), 8. 84 (2H, .), 10. 82 (1H. .). 
11.41 (1H, s). 

(2) 2 - tKP ^-5-7x^-N- C3, (H^n/f 

^X7 5 K (2 0 0-mg, 0. 4 2mmo 1). ©1. 2-** 
^ (3mL) 7A,rfJ/#H*T* < b y 7*^7*-* 

7,f>0 ^Ml6mg, 0. OOUmmoDm, «t?6»Hl 
1t#Ufc 0 ^tfW7^7y(5 7mg, 0. 4 7 mm o 1 X 
1 m o 1 / L h y 7 ( 1 • 3 m L) *7JD *-> 2 ttPJUMi Lfc. 

A***. **«»7-b y ^fW»' *K**E* 

»^/U=6 : 1-3 : 1) T?»*U-C, (10 9mg. 

6 1. 1%) 

1H -NMR (DMSO-d 6 ): 8 7. 1 2 (1H, d, J-8. 7Hz), 7. 
3 3-7. 3 8 (1H. m), 7. 48 (2H, t, J = 7. 5Hz), 7. 67 
-7. 70 (2H, m), 7. 79 (1H, dd, J-8. 4, 2. 4Hz), 7. 
87 (1H. s), 8. 17 (1H, d, J = 2. 4Hz), 8. 49 (2H, s), 
10. 92 (1H, s), 11. 41 (1H, s). 

(3) 2- (*/U7*-y^*^*^) t^"5-7x^-N- [3, 5 

(h y^*P>^) 7— ^T?K (ft*W*8 1) 
i^U, 2 - t KP^-5-7^-N- L3, 6-« y-7/V^ - 
G ^,V) ^XT5 K. W^7^'JV-4-^^a 
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mm : 9 1 . 4 % 

1 H-NMR (DM SO- d 6 ) : 5 3. 3 0-3. 3 9 (2H, m), 3. 4 8 

-3. 6 1 (6H, m), 7. 3 9- 7. 4 5 (2H, m), 1., 4 9-7. 5 4 
(2H, m), 7. 7 6-7. 7 9 (2H, m), 7. 85 (1H, s), 7. 90 
ClH, dd, J = 8. .7, 2. 4Hz), 8. 0 1 ( 1 H, dj = 2: 4 Hz), 

8.4 3 (2H, s), 11. 0 5 (1H, s). 

08 8 2 : it^m^S 2©flS^©jR3t 

(1) 3-fcKn*S/-N- [3, 5-tf* (MJ7>ta^f/i/) 7cc=^] 
- 2--T7 YT^ K 

IftiU, 3-fc Ko^t7^i/y-2-*>#^ &tf3, 5-t^(b 
!)7^b^^) T~y >.«rJBv^0Sl (1) tlHHI©»^tTV\ ^Mfk-a- 

IfcgS :46.9% 

1 H-NMR (DM SO- d 6 ) : 8 7. 3 6 - 7. 4 1 (2H, m), 7. 50 
-7. 55 (1H, m), 7. 79 (1H, d, J = 8. 2Hz), 7. 85 (1 
H, d, J = 0. 6Hz), 7. 96 ( 1 H, d, J = 8. 0Hz), 8. 51 (2 
H, s), 10. 98 (1H, s), 11. 05 (1H, s). 

(2) 3- {*tJV7*-y ; %jViS~jV) ^v—N- [3, 5 -if* (bV7 
;V*u**5-;V) y^=-)V\ -2-t7f7^ K 8 2 ) 

tt, 3-tKn^-N- [3, 5-tf* (hi) 7 >vir u * >v) y * 
— /i/] - 2-t7h75; h\ Rt; ; e;i/7t- y >-4 -HAsK—M n y KSrJB 
WT08 7 1 fcH«©»fP«:frV\ «JBfc£**rfcfc. 
J» : 8 1 . 2 % 

1 H-NMR (DMSO-d 6 ) -8 3. 42-3. 65 (8H, m), 7. 5 9 
-7. 70 (2H, m), 7. 8 2-7. 8 7 (2H, m), 7. 99 (1H, d, 
J = 7. 8Hz), 8. 09 (1H, d, J =7. 8 Hz), 8. 38 (1H, s), 
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8.4 6 (2H, s), 11.15 (1H, s). 
W 8 3 : ft^*J#* 8 3 (Dit^Om^. 

(1) 2-tKn^>-N- [3, 5-fcT* ( h V 7 ° * ^) 
- 1 — 7-? h7$K 

JOSOfti It, 2-fc Yv**/1r79 1 -^/ntf^BL 3, 5-fcf* (b 
JR^ : 3 0 . 2 % 

1 H — NMR (DMS O — d 6 ) : 8 7.2 7 (1 H, d, J = 8. 8 Hz), 7. 
3 2-7. 3 8 (1H, m), 7. 4 5-7. 5 0 (1H, m), 7. 7 2 (1H, 
d, J = 8. 5Hz), 7. 8 2- 7. 9 3 (3H, m), 8. 50 ( 1 H, s), 
10. 2 8 (1H, s), 11. 0 7 (1H, b r s). 

(2) 2- yf^-y-N- [3, 5-lf* (hy7 
/U^-n^^v) 7*=*] - l-t7f7U* (ft'^Sf 8 3) 
JM4ib-C, 3-tFn^-N- [3, 5 - tT* (hy7^tn^f/V) 7^ 

_ 2 -t7h7^ h\ Rtf*^*-*- y V-4-*^#=^n JJ K&JB 

JR* : 9 8 . 0 % 

1 H — NMR (CDC1 3 ):5 3. 4 3-3. 67(8 H, mK 7. 25 (1 
H, d, J = 9. 0Hz), 7. 5 4- 7. 6 5 ( 2 H, m), 7. 69 ( 1 H, 
s), 7. 92 (1H, d, 7. 8, 2. 1Hz), 7. 98 ( 1 H, d, J = 9. 
0Hz), 8. 08 (1H, d, 8. 1, 1. 2Hz), 8. 20 (2H, s), 8. 
9 2 (1H, s). 

M8 4 : 8 4(Dik£®<D§m. 

(1) 5 _^on-N- [2-^Pn-5- (M)7^b^^) 
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W : 4 9 . 1 % 

'H-NMR (DMSO-d 6 ) : 6 7. 0 9 (1 H, d, J = 9. 0Hz), 7. 
53 (l'H, dd, J = 9. 0, 3. 0Hz), 7. 55 ( 1 H, dd, J = 8. 
4, 2. 7Hz), 7. 83 (1H, d, J =8. 4 Hz), 7. 98 (1H, d, 
J = 3. OHz), 8. 88 (1H, d, J = 2. 7Hz), 11. 14 (1H,. 
s), 12. 3 9 (1H, s). 

(2) [2-^np-5- (MJ7/V^-n^^) 7 x.=-)V\ 

-2 - [(^V7t-!)7*/^*^) Jr**/] ^X7 5 K (ft^ft#t8 4) 
H^itt, [2-^.nc-5- (M)7;wtn^f^) 7x 

p y K&Jfivvcm l t|SI«©»ffilTV\ tRJHft:^**^, 

JR^ : 9 5 . 1 % 

1 H — NMR (CDC 1 3 ) : 8. 3. 54-3. 68 (8H, m), 7. 14 (1 
H, d, J = 8. 7Hz), 7. 3 5-7. 3 9 ( 1 H, m), 7. 50 ( 1 H, 
dd, J = 8. 7, 2. 7Hz), 7. 54 ( 1 H, d, J = 8. 4Hz), 7. 
84 (1H, d, J = 2. 7Hz), 8. 61 (1H, s), 8. 87 ( 1 H, d, 
J = l. 8Hz). 

«8 5 :fl3^«»##8 5©fl2^*©»36 ■ 
(1) 5 -^u^--N- [2-^od-5- ( h y 7=- =M 

- 2 -fc FBdfi/^yXT? K 

^ifC, 5-yn^t!)f^, ^2-^on-5- (MJ7;Vtn^f 
;w) r-y yfc«^t«li (D tW*©*f^S:fTV\ «JS{b£-te&#fc. 

JR^ : 3 4 . 2 % 

'H-NMR (DMSO-d 6 ) : 5 7 . 0 4 ( 1 H, d , J = 8 . 7 H z ), 7 . 
56 (1H, ddd, J = 8. 1, 2. 4, 1. 2Hz), 7. 64 (1H, dd, 
J = 8. 7, 2. 7Hz), 7. 83 ( 1 H, dd, J = 8. 1, 1. 2Hz), 
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8. 1.1 (1H, d, J = 2. 7Hz), 8. 87 ( 1 H, d, J=2. 4Hz), 
11. 1.2 (1H, s), 12. 4 2 (1H, s). 

(2) 5 -/n^-N- [2 p n- 5 - (MJ 7x^] 
- 2 - y y*^Jj?=/>) ^-^v-] ^7^K (ft^(*t8 5) 

-yl/j -2-t Kn^^7-; h\ Xtf*^7J— y ^-4-^/^=/^^ 
: 6 8 . 1 % 

X H — NMR (DMSO-d 6 ) : 6 3. 3 0- 3. 7 5, ( 8 H, m), 7. 2 
9 (1H, d, J = 8. 4Hz), 7. 67 (1H, dd, J =8. 4, 1. 8H 
z), 7. 78 (1H, dd, J = 8. 4, 2. 4Hz), 7. 83 (1H, d, 
J = 8. 4), 7. 91 (1H, d, J = 2. 4Hz), 8. 04 ( 1 H, d, J 
= 2. 1Hz) 10. 3 9 CiH, s). 
0ij 8 6 : -ffr&ift W8 6 ©flS^«5©14Jg 
(D 5 _y p ^_2-t: b'n^y-N- [2-;* (FD^/Vtn 

Mitt, h **s-5- (Fy7;^n^ 

5vw) t=!J ^SrJBvvcm (l) iW«©*f^«:fTV\ 

iR^S : 7 1 . 3 % 

'H-NMR (DMSO-d 6 ) : 5 3. 99 (3 H, s), 7. 03 (1H, d, 
J = 9. OHz), 7. 30 (1H, d, J = 8. 7Hz), 7. 47-7. 51 

(1H, m), 7. 61 (1H, dd, J=9. 0, 2. 4Hz), 8. 10 (1 
H,.d, J = 2. 4Hz), 8. 82 (1H, d, J = 2. 1Hz) 11. 03 (1 
H, s), 12. 19 (1H, s). 

(2) 5-7*n*-N- [2-/ h^v— 5- (^17/^^^) 7 ^=-)V\ 
_ 2 - [(^7^-y/^;^-^) Or**s\ *<vXT% K Wb£fc##8 6) 
DR^irLT, 5-7o^-2-t Kn^i/-N- [2-p« h*->-5- (hy 7 
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!&m ■ 9 4 . 9 % 

l H-NMR (CDC 1 3 ) : 5 3. 52-3. 65 (8H, m), 3. 94 (3 
H, s), 6. 98 (1H, d, J = 9. 0Hz), 7. 10 ( 1 H, d , J = 8. 
4H z), 7. 3 7-7. 41 (1H, m), 7. 62 (1 H, dd, J = 8. 7, 
2. 7Hz), 7. 89 (1H, d, J = 2. 4Hz), 8. 52 (1H, s), 8. 
8 4 (1 H, d, J = 1 . 8H z). 
#J 8 7 ': W&m^ 8 7 (D\\L%m<T)W-& 

(1) 5-7*n^-2-tKn^>-N- [3-^h^'>-5- ( MJ 7 >Vjrv 

^t^/i/) 7x=;i'] ^yX7 5 K 

^) r=y v^^VNTfU (1) i:KI«OlRf^Srm\ «HflS^te*#*i. 
JR^ : 5 8 . 8 % 

'H-NMR (DMSO-d 6 ) : 5 3. 85 (3 H, s), 6. 98 ( 1 H, d, 
J = 8. 7Hz), 7. 03 (1H, s), 7. 57-7. 61 (2H, m), 7. 
77 (1H, s), 8. 00 (1H, d, J = 2. 4Hz), 10. 57 (1H, 
s), 1 1. 5 6 (1 H, s). 

(2) 5 -yo^-N- 13-? h^r^-5- {Y ]) V As*u **f-jV) 7i=^] 

-2- [(^7^— yy*;^=/i') t^r^] ^yxz^; k 0fb£-#j##8 7) 

MtLX, 5-:/n^-2-fc Ko^>-N- [3-7* h>^-5- (hU7 

* a y KSrffiV^^ 7 1 fcPI«©»f^S:ffV\ 
ifcsp : 85. 8 % 

l H-NMR (CDC 1 3 ) : 5 3. 5 6-3. 6 6 (8H, m), 3. 8 7 (3 
H, s), 6. 92 (1H, m), 7. 03 (1H, d, J = 8. 7Hz), 7. 2 
3 (1H, m), 7. 57-7. 61 (2H, m), 7. 83 (1H, d, J = 2. 
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7Hz), 8. 54 (1H, s). 

#18 8 •• 8 8 (Dfc£?m(Om& 

(1) 5 _-/ n;e _ N _ [2-^na-4- (h!J7^tn^f;V) 

/u) T~Vl/*%^xmi (1) £PI«©Sf£5:fTV\ aWlft-fr****:. 
ifc^ : 3 4 . 9 % 

L H-NMR (DMSO-d 6 ) : 5 7. 0 4 (1H, d, J = 8. 7Hz), 7. 
64 (1H, dd, J = 8. 7, 2. 7Hz), 7. 79 (1H, dd, J = 9. 
0, 2. 1Hz), 7. 99 (1H, d, J = 2. 1Hz), 8. 11 ( 1 H, d, 
J = 2. 4Hz), 8. 73 (1H, d, J = 9. OHz), 1.1. 15 (1H, 
s), 12.42 (1H, s). 

( 2 ) [2-^nn-4- (h!J7/^o^f;H 7 ^~>v] 
-2 - [(W^!)/*/^^) **ti/l ^<yXT§ K (UWt8 8) 
i^^Lt, [2-;p.n-4- (MJ7;Vtn^^) 7x 

-2-tKn^yX7? K N ^^7t-!J ^- 4 

nil v&m^xmi i-bwskvmfe&fr^- mmfc&%>*'&t£* 

: 93. 5 % 

»H-NMR (CDC 1 3 ) : 5 3. 5 4- 3. 6 8 (8H, m), 7. 0 8 (1 
H, d, J = 8. 7Hz), 7. 61 (1H, d, J = 9. OHz), 7. 66 (1 
H, dd, J=8. 4, 2. 4Hz), 7. 69 ( 1 H, d, J = l. 8Hz), 
7. 9 9 (1H, d, J = 2. 4Hz), 8. 6 5 ( 1 H, s), 8. 7 0 (1H, 
d, J=8. 7Hz). 
W 8 9 : 8 9 (Dfc&momTt 

(1) 5-^nn-N- (3, 5-^fD7x=;V) 

7U* 
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®.m : 4 1 . 2 % 

'H-NMR (DMSO-d 6 ) : 5 7. 0 3 ( 1 H, d, J = 9. 0 Hz), 7. 
3 6- 7. 3 7 (1 H, m), 7. 48 (1H, dd, J = 8. 7, 2. 7Hz), 
7. 8 3-7. 8 4 (3H, m), 10. 56 (1H, s), 11. 44 (1H, 
s). 

(2) (3, 5-^nn7x^) -2- i&fr? / 

X/Utf-Jls) ^yX75 K (^^##8 9) 

J^tLT, 5-^dd-N- (3, 5--^^dd7^^^) -2-tKnar^/ 
JR^ : 8 3 . 2 % 

'H-NMR (DMSO-d 6 ) : 5 3.3 3 (2H, s), 3.5 3 (6H, s), 
7. 34-7. 3 7 (2H, m), 7. 65 (1H, dd, J = 8. 7, 2. 7H 
z), 7. 7 4-7. 7 6 (3H, m), 10. 74 (1H, s). 

0S9 o : <b-a-#>#-st-9 "0 ©fls£4fe©aEfi 

(1) 5-^n^e-N- {3, [(1, l-S^^/U) at^AO !7=c=/W 
— 2 — t Ka^i/^yXT 5 K 

^i:lt, ^/Hfe> 5 - fc** [(1, 1-v^^)^ 

^] T-v iszm^xmi (i) <bi^^^^fTV\ ^M^-a-^^r#fc 0 

: 4 5 . 2 % 

1 H-NMR (DMSO-d 6 , 5) : 1. 30 (18 H, s), 6. 95 (1H, 

d, J = 8. 7Hz), 7. 20 (1H, t, J = l. 5 Hz), 7. 56 (2H, 

d, J = l. 5Hz), 7. 58 (1 H, dd, J =8. 7, 2. 4Hz), 8. 

12 (1H, d, J = 2. 7 Hz), 10. 39 (1H, s), 11. 98 (1H, 
s). • 

(2) {3, 5 -If* [(1, l-v^^A-) ^/V] 7^=.;V) 
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g^at, 6-^n*-N- {3, [(1, 1-V*f-A>) 7 

Jfc$ : 9 3 . 6 % 

iH-NMR (CDC 1 3 ) : 5 1. 3 3 (1 8 H, s), 3. 5 4-3. 6 4 (8. 
H, m), 7. 05 (1H, d, J = 8. 4Hz), 7. 22 (1H, t, J = l. 
5Hz), 7. 44 (2H, d, J = l. 5Hz), 7. 59 ( 1 H, d d , J = 
8. 7, 2. 7Hz), 7. 87 (1H, d, J = 2. 1Hz), 8. 13 (1H, 
s). 

fi 9 1 : <fb-£«-S§- 9 1 <D\k&tfo<DWk 
(D 5-^pn-2-fcKD^>-N-[2, (M)7;^n^f^) 

T=y^«rfl|v^-C«l (1) iP«*t*f^«rffv\ aJB^teSr**:. 
: 3 . 6 % 

1 H — NMR (CDC1 3 ):S 7. 0 3.(1 H, d, J =8. 7 Hz), 7. 4 
3-7. 48 (2H, m), 6. 61 ( 1 H, d, J=8. 1Hz), 7. 85 (1 

H, d, J=8. 4Hz), 8. 36 ( 1 H, brs), 8. 60 ( 1 H, s), 1 

I. 3 1 (1H, s). 

( 2 ) 5-^nn-2- V J HA'tf—M ^"*^-N- [2, 5- 

tf* (h I> 7;Vto^f^) 7x^] ^yX7 5 K (ft^#t9 1) 
IBflfcLT, 5-7nP-2-tKo^7-N- [2, 5 - tf* 05 7^0. 
^fvt") 7x^;i^] ^X7$ b\ It/^7*-!) 7-4-^M^;v^n !) 
KSrffiv\t:«l7 1 R*©»ft*fTV\ «JHfrfr*«r#fc. 
JR$ : 9 2. 1% - 

1 H — NMR (CDC 1 3 ) : 5 3. 55-3. 6 9 (8H, m), 7. 12 (1 
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H, d, J=8. 7Hz), 7. 50 (1H, d d, J = 8. 4, 2. 4Hz), 
7. 57 (1H, d, J = 8. 4Hz), 7. 81 ( 1 H, d, J = 8. 4Hz), 
7. 82 (1H, d, J = 2. 7Hz), 8. 41 ( 1 H, s), 8. 59 ( 1 H, 
s). 

M9 2 : 9 2 O-fb^^^jt 

(1) 4-^0 ^--2, 2, 6, 6-7f«7^f/l'-3, 5 — 37*^ Vv^V [a. 
-7' u ^r- V fcfV^n ^ 7^ ^ ^] 

2, 2, 6, 6-7" 5-^^^^^^-^ (W^vj ;V*?ls ; 

I. OOg, 5. 4 2mmol) (10mL) N-^n^t 
3^8>f5K (9 6 5. 8mg, 5. 4 2mmol) ^P^^ 2 fltffSWDfiS!^ 

UT> $!®tt^tf>6£J§.fs (1. 4 2g, %mm £#7ci. 

'H-NMR (CDC 1 3 ) : 5 1. 27 (18 H, s), 5. 67 (1H, s). 

(2) 2-7^7-4- [(1, I-'^tW) ^/W] -5- [(2, 2.-^ 

4 -^0^- 2 , 2, 6, 6-7^7^^-3, 5 O^* Vv^:/ (a~:7* 

n^-i?fcV<P^/M ^ ; 1 . 4 2 g, 5. 4 Ommo 1 h fit*? \sT (4 5 
1. 8m g, 5. 9 4mmo 1), — )V (1 5mL) OS^t>& 2 B#Fh1tM 

*vzsx^&ibLx^mm<k&®<D&&@i£k n. 23 e , 94. 5%) zmc 

1 H — NMR (CDC 1 3 ) : 5 1. 2 6 (9H, s), 1. 2 9 (9H, s), 
5.. 0 3 (2H, s). 

(3) 5-^na-N- {4- [(1, l-v^TVV) -5- [(2, 2 
-i?* t°^-— jV\ ^-TV—fr- 2 -<<^\ ~ 2- 1 Ko^^yXT 

^ K. 
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(143. 6mg, 0 . 8 3 mm o 1 h 2-757-4- 
[(1, l-v^^) atfvu] -5 - C(2, 2-'y^^-;v) ■fnt'Jr-^'} *f- 
T9—;V (200. Omg, 0. 8 3mmo 1 h E.^.itV ^ (4 0 ^ L, 0. 4 
6mmo 1), ^nn^(4mL) (D^Ws* 3 Bf»^®^ Ltc 0 Rfom 

u?F^77^ (n-^-^>- : mm^^= 3 : l) «Ut, MMitfr 
®(D&-&®1%. (15 9. lmg, 4 8. 4%) £#7t 0 

'H-NMR (CDC 1 3 ) : 5 1. 33 (9H, s), 1. 35 (9H, s), 

6. 9 9 (1H, d, J=8. 7Hz), 7. 43 (1H, dd, J = 9. 0, 2. 
7Hz), 7. 70 (1H, d, J = 2. 7Hz), 10. 52 (2H, br). 

(4) 5-^nn-N- {4- [(1, 1-^^) -5- [(2, 2 

-i^fvl') /nt't^] f7/- 2— f/V} -2 - [(^^7^-— y 

^X7 5 K (^ife#-^9 2) 
litLT, 5-^PP-N-(4-[(l, l-^7^/W^^]-5-[(2, 

W : 93. 1 % 

'H-NMR (CDC 1 ,) ■ 5 1. 3 2 (9H, s), 1.3 3 (9H, s), 
3. 60 (2H, brs), 3. 75 (2H, brs), 3. 83 (4H, brs), 

7. 21 (lH.'d, J = 8. 4Hz), 7. 54 (1H, dd, J=8. 4, 2. 
7Hz), 8. 0 1 (1H, d, J = 2. 7Hz), 9. 7 8 ( 1 H, brs). 
m 9 3 : Ik&m&'Hr 9 3 ©ft^lfcOjRJt 

2 -t Ko^-N- [3, 5-tf* O^A^P^fA') 7i 
^ yXT 5 K • 1 "7" h V $ (09 4 3 ( 1 ) (Dft&m ; 2 0 3 m g , 0 . 
5 0mmo 1), Wf;V (8 5mg, 0. 6 0mmol) x N, N-^f/V 
7*-/VAT5; K (5m'L) CDil^6 0*C'C2«Fltt!lPBUfc. »ISES:»ffi® 
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^^/U=3 : 1) TitMLT, tlM^^©fi^ H B B (156. 9mg, 79. 

1%) zntco 

1 H — NMR (DM SO - d 6 ) :S 3. 89(3 H, s), 7. 25 ( i H, d, 
J = 8. 7Hz), 7. 60 (1H, dd, J = 9. 0, 2. 7 Hz), 7. 66 
(1H, d, J = 2. 7Hz), 7. 84 (1H, s), 8. 43 (2H, s), 1 
0. 8 3 (1 H, s). 
m 9 4 : <fb-a-^#-§- 9 4 <7Mb-£#l<7}$i5£ 
M^UT, 5 - [(1, l-S^^/V) ~ 2 

3, 5 -If* (hy7^n^f;U) (l) t I^«<D^ 

i&s£ : 7 5 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 1 . 2 9 ( 9 H, s ), 3 . 8 9 ( 3 H, s ), 
7. 13 (1H, d, J = 8. 7Hz), 7. 6 3 (1H, dd, J =8. 7, 2. 
7Hz), 7. 65 (1H, d, J = 2. 4Hz), 7. 80 ( 1 H, s), 8. 4 
7 (2H, s), 10. 7 0 (1H, s). 
#1 9 5 : -fb-8-fe#-S§-9 5 <D\k£®<Dmik 

JgMtVX, 5^oo-2-fcKn^>-N- [3, 5-tf* (M)7/Utn 
p^V) ^<yX7$ K l"^bJ> !7^m (0»|4 3 ( 1 ) <Dib&®>) > £. 

M : 7 0 . 7 % 

'H-NMR (DMSO-d 6 ) : 5 1. 3 4 (3H, t,J = 6.9Hz), 4. 
16 (4H, q, J = 6. 9Hz), 7. 23 ( 1 H, d, J = 9. 0Hz), 7. 
57 (1H, dd, J = 9. 0, 2. 7 H z), 7. 65 (1H, d, J = 2. 7 
Hz), 7. 83 (1H, s), 8. 40 (2H, s), 10. 80 (1H, s). 
M 9 6 : 4fra^#-S§- 9 6 (Dit&moWk 

5-?vv- 2-t Kn^riX-N- [3, 5 - tf* (> !i 7/^n^f /V) 7x 
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/<yX7 ^ K (00 1 ( 1 ) (0\Y&%>} : 0 . 2 0 g , 0 . 5 2 mm o 1) © 
N, N-^f^7i-M7; K (4mL) WfaX^, 4Vfv % K (6 

0/iL, 0. 6 4mmo 1 h (143. 7mg, 1. O4mmol) 

^oi, 6 o°cr-6 o mrmwLtco Rfcu&mzm%.*xi$n&, 

h^77^- (n-^MfV : B»*?VI'=4 : 1) T?»»UT," Sagft-e*© 

(16 4. 9 m g , 74. 5 %) 
1 H — NMR (CDC 1 3 ) : 5 1.5 5 ( 6 H, d, J = 6. OHz), 4. 8 

5 (1H, m), 7. 00 (1H, d, J = 9. OHz), 7. 46 ( 1 H, dd, 
J=8. 7, 2. 7Hz), 7. 63 ( 1 H, s), 8. 14 ( 2 H, s), 8. 2 

6 (1H, d, J = 2. 7Hz), 10. 47 ( 1 H, s). 
W 9 7 : ik-km^ 9 7 ©{b-a-tJOMit 

6 0%*3){flltHI !>A (4 1. 6mg, 1. 0 4mmol)<DN, N-^f 
/V7t-/VA7$ K(lmL)ISIl:>5-^nn-2-t h*n^^-N-[3, 
5-tfJX ( MJ ^A^n^/v) 7x-;i/] ^yX7 5. F (M 1 (1) <Dit^ \; 
O. 2 0g, 0. 5 2mmo 1) Of b7tKo77^ (2mL) jgjRSrM, 
MUX' I 0^mmWVfc a lk^X\ ^n^;Mf/^-r^ (5 0 m L, 0. 
6 5 mm o 1 ) SriPit. . $ 6» fc^ST 3 l$m]ft# Lfc„ EJ£iS£*£*i£SfeK:fc 

$j*xmmk. mm&wm%&Lx'&bntcmfe*^y xv^jj ? 

=7 7 4— (n—^rf-^ : ft»^^=4 : l-»3 : 1) tSSlT, SUHflS-g- 
&©6fe(£* (4 4 . 5 m g , 2 0. 0 %) £#fc„ 

1 H — NMR (DMSO-d 6 ) : 5 3 . 3 8 ( 3 H, s ), 5 . 3 0 ( 2 H, s ) , 
7. 31 (1H, d, J = 9. OHz), 7. 57 (1H, dd, J = 8. 7, 2. 
7Hz), 7. 66 (1H, d, J = 2. 7Hz) ,7. 84 (1H, s), 8. 4 
1 (2H, s), 1 0. 9 3 (1H, s). 
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099 8 : it&fA^rr 9 8©ft;^©$43g 

5 _^on-2-tFn^>-N- [3, (h!i7;Vtn^f;i/) 7x 

-/V] ^yXT 5 K 1 h y (#J 4 3 ( 1 ) (Dfc&m \ 4 0 6 m g , 1 . 

0 Ommo 1)> gftSfc f- /H^r/l' (1 8 4mg, 1. 2 Ommo 1), 

^ftt.hU^ (3 0mg, 0. 2 Ommo 1), N, N-^f^7t-M7 
5; K (5mL) (Dm&m*. Tfr3-y%m%J. 5 Ott 1 MMb7c 0 

f-^ : f»x^/U=3 : 1) TitiitU-C, tIS4b^tf>6#Jgi§ (2 8 1. 3m 
g , 6 1 . , 7 %) £#7t 0 

*H — NMR (DMSO-d 6 ) : 5 2 . 0 5 ( 3 H, s ), 5 . 8 2 ( 2 H, s ) , 
7. 40 (1H, d, J = 8. 7 Hz), 7. 64 (1H, dd, J = 8. 7, 2. 
7Hz), 7. 70 (1H, d,_J = 2. 7 Hz), 7. 85 (1H, s), 8. 3 
8 (2H, s), 1 0. 8 8 (1H, s). 
Ms 9 -.4k&tott9 9<D{k&to<DW£ 

MtU, 5-^OB-2-tKP^-N- [3, 5 -If* (h^/WtP 

^^/v) 7x^] ^yxr-; k ithy^^ («4 3 (1) tfHb-a-^h R 

IR^ : 7 1 . 3% 

X H — NMR (CDC 1 3 ) : 6 1. 13 (9H, s), 5. 9 7 (2H, s), 
7. 17 (1H, d, J = 9. OHz), 7. 51 ( 1 H, d d, J = 8 . 7, .2. 
7Hz), 7. 64 (1H, s), 8. 24 ( 1 H, d, J = 2. 7Hz), 8. 3 
2 (2H, s), 9. 84 (1H, s). 
Ml 0 0 : {b£-#J## 10 0 ©fls£»<fti<&|45i 

5-^DP-2-tFa^>-N- [3, 5-^* (hiJ7;Vtc^f^) 7^ 
^^yXT^K (Hi (1) (Dit&Vil : 0 . 2g, 0. 5mmol)JIS 1 
-^nnif/l/ xf;l/x^f;U(H9mg, 0. 8mmo 1), *!)7-t. t 
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ert _/^i/K(88mg, 0. 5mmo lh 18-^7^-6 '(ttlKft) 

<7)T-feb^hy/v (8mD r^^9m%y. 6ott8OT#t 

W7^^B^F/57-f- (n-^-^^ : g^^^= 3 : 1) T?*3ttL 

SJS'fk:^©efet&* (5 6mg, 2 1. 5%) £#fc„ 
1 H — NMR (CDC1 3 ): 8 l. 24 (3H, t, J = 7. 2 Hz), 1. 8 
5 (3H, d, J = 5. 4Hz), 4. 01-4. 27 (2H, m), 6. 50 (1 
H, q, J = 5. '4Hz), 7. 11 (1H, d, J = 9. OHz), 7. 4 8 (1 
H, dd, J = 9. 0, 2. 7Hz), 7. 64 ( 1 H, d, J=0. 9Hz), 
8. 14 (1H, d, J = 2. 7Hz), 8. 19 (2H, s), 9. 83 (1H, 
b r s ). 

w 1 0 1 : <b#^l##l 0 1 ©ffrg-fcOKii 

(1) l- [(^tiB^K'» t^y^v 

^PP^gg ^bd^^t^ (64 5mg, 5mmo 1) ©n-^t^ 

(i 5mD mm?.. T^^^mnr. otj-et^y w (i. oe g , 1 2. 

5mmo 1) SrJP^PIfitfS 0£M«#Lfc. ^»<g**:^*f->'-T?**U 

i&£tfcSfe (2 OmLK 7k, ^fn^^TK-eJH^^, «*«ift^^*">^AT?ft 

SH&»BE«*UC, «»fc£*©*lfi»Hfcfc (7 9 6mg, 8 9. 6%) 

'H-NMR (GDC 1 3 ) : 6 1. 5 4-1. 6 3 (6H, m), 3. 43-3. 
4 7 (4H, m), 5. 8 0 (2H, s). 

(2) 5-^pb-2- [(tf^U *J / is AsiS-—/^ aMff]^ h^^-N-CS, 
5_lf^ (hy^yv^-P^^/u) ^yX75 K (fl^fc** 1 0 1) 
g^ttt, 5-^PP-2-t Kn#>>-N- [3, 5-fc** ( h V 7 As** 
^f/I/) 7x^]^^7 5K ltf^!7^ (0>J4 3 (1) ©fl^feK ft 

01 _ [(^ n p^ h^i/) tf/vtf^/v] t°^y ^'SrE^TfllS 8 t^i©ift 
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Ifc$S : 8 6 . 2 % 

'H-NMRlCDC 1 3 ) : 8 1. 3 8 - 1. 5 8 (6H, m), 3. 34 (4 
H, t, J = 5. 7Hz), 5. 93 ( 2 H, s), 7. 12 ( 1 H, d, J = 9. 
OHz), 7. 50 (1H, dd, J=8. 7, 2. 7Hz), 7. 62 (1H, 

s), 8. 22 (1H, d, J = 2. 7Hz), 8. 41 (2H, s), 10. 07 

(1 H, s). 
M 1 0 2 : 10 2 <Dik&%)<Dmi& 

(1) 4- [(^nn^RV) ^A'/fwi/l ^;W7^- !) V 

091 0 1 (1) tl^«cDM?:tTV\ ^Mfb^$iO&£$$>£^ fit^-T^i: 

(2) 5-^na-2 - [(^7^-^ /^^t*^) h^ri/-N- 
[3, 5 -If* (Fy7;^n^fyv) -O-XT^K Wt;##>#-§- 1 

0 2) 

J^s^LX, 5-^ cip- 2-t Kn^-N- [3, 5 - tf* ( M> 
n^fvW ^XT^K l^hIJ!7Ai* (#|4 3 (l) (Dfc&V>)), 

RXf4- lit nut h**y) yu] — V y&fflV^TM 9 8 t 

i&m : 6 1 . 5 % 

■H-NMR (CDC 1 8 ) : 8 3. 40-3. 42 (4H, m), 3. 55-3. 
5 8 (4H, m), 5. 9 5 ( 2 H, s), 7. 12 (1H, d, J = 8. 7Hz), 
7. 50 (1H, dd, J = 9. 0, 2. 7Hz), 7. 63 ( 1 H, s), 8. 
22 (1H, d, J = 2. 7Hz), 8. 38 ( 2 H, s), 10. 00 (1H, 
s). 

m 1 0 3 : {£&&ttl 0 3 <D{\^>m<DWM. 
(1) 1- [(^ou^hdfiy) % }Vif,~>V\ A y^zi^^m^/^ 
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(2) 5-^nn-2 - ({[4 - h ^-S/jfr/Utf^AO S?^ - - 1 -- 

^7/V7j?=/U} ^-^v") h=^-N- [3, 5-fc** (MJ 7/U^-n>^) 7 
^-/U] ^X7? K (fc^#-§\l 0 3) 

Lt, 5-^nn-2-tKn^>-N- [3, 5 - f * (MJ7;Vtn 

7 ^yX75 K i-^hy^Ajft(«4-3 (i) ©fciN&i), & 

M : 6 5 . 7 % 

1 H — NMR (CDC1 3 ):5 1. 24 ( 3 H, t, J = 7. 2Hz), 1. 4 
9-1. 61 (2H, m), 1. 82 (2H, m), 2. 3 8-2. 4 8 (1H, 
m), 2. 8 1-2. 9 8 ( 2 H, m), 3. 8 7-3. 9 8 (2H, m), 4. 1 
2 (2H, q, J = 7. 2Hz), 5. 89 ( 1 H, d, J = 6. 3Hz), 5. 
98 (1H, d, J = 6. 6Hz), 7. 12 ( 1 H, d, J = 8. 7Hz), 7. 
50 (1H, d d, J = 8. 7, 2. 7Hz), 7. 62 ( 1 H, s), 8. 22 
(1H, d, J = 2. 7Hz), 8. 39 (2H, s), 10. 03 ( 1 H, s). 
$10 4 : 1 0 4 <Dib&®V>mm. 

5-? nn -2 - ({[4- (^ h^rv^M?-/!-) t^<JJ v?^- 1— fA] 
tfn/W} ^-^i/) h^r^-N- [3, 5 - bf * ( h V 7 )V^rxx * 7 
A] ^yX7 5: K (-fb^#^- 103 ; 149mg, 0. 25 mm o 1 ) <D^ ? 
J-)V (5mL) 2Mfe7kmki-hV 7J±7k&m (0. 2 5mL, 0. 

5mmol) ZMz., 5 O^CT-3 0^-if^UfCo SJ^^^I^ja^-eM#, 

WffiLfc»2r}i®U TkSfcfL Sm^A/ii ^l^a^S 

SHUT, ^S-fk^^e-fe^ (7 6. Omg, 5 3. 4%) £#fc 0 ' 
! H-NMR (DMSO-d 6 ) : 5 1. 28-1.' 39(2 H, m), 1. 75 
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(2H, d, J = 12. 3Hz), 2. 36-2. 41 ( 1 H, m), 2. 78- 
2. 95 (2H, m), 3. 80 (2H, d, J = 13. 5Hz), 5. 83 (2 
H, d, J = 5. 1Hz), 7. 43 (1H, d, J = 9. 3Hz), 7. 64 (1 
H, dd, J = 9. 0, 2. 7Hz), 7. 71 ( 1 H, d, J = 2. 4Hz), 
7. 84 (1H, s), 8. 39 (2H, s), 10. 80 (1H, s). 
Fill 0 5 : fl;£-«J##l 0 5<Dit&yd<Dgm 

(1) N- [(^on^^) >f § y ^BBI^at^ 

JSfi-i LT. ? p p dflfe ^ p p y 5vloi*7VK XIM' S J v^^^^vi^ 

jivvtmoi (i) bmm<D&ft*'i7\,\ nM<b&m<Di&au&ms:a. mm-r 

(2) 2- ({N, N-tf* h^v^/Vx^/V) ^f/V] j&Av^f/i^}.;*- 
y h^>-5-^BO-N- [3, (hJI ;V) 7m 
^<yX7 5 K ({b^#J#-^l 0 5) 

I^ilt, 5-^PP-2-fc Ko^riz-N- [3, 5 - fcT* ( h D 7^*p . 
y^7W) 7s^^] ^X7; K lth!)7At (#J4 3 (l) (Dik&m), R 
TIN- [(^Pnpi ^/ifMt&x- ^SrffiV^T«9 8 £ 

JR* : 3 8 . 6 % 

'H-NMR (CDC 1 3 ) : 8 1. 16 (3H, t, J = 7. 2Hz), 1. 2 

0 (3H, t, J = 7. 2Hz), 3. 99 (2H, q, J = 7. 2Hz), 4. 

01 (2H, s), 4. 07 (2H, s), 4. 08 ( 2 H, q, J = 7. 2Hz), 
5. 97 (2H, s), 7. 10 ( 1 H, d, J = 9. 0Hz), 7. 47 ( 1 H, 
dd, J = 9. 0, 2. 7Hz), 7. 61 ( 1 H, s), 8. 19 ( 1 H, d, 
J = 2. 7Hz), 8. 37 (2H, s), 9. 8 2 (1H, s). 

Ml 0 6 : 1 0 6 <Dfc-£^<7>igj£ 

Mi Lt, 2- ({N, N-tf* [(a h^S/jfrA^fcs/u) y^/V] ;fr/H**>f 
/W} y hdr^-5-^PP-N- [3, 5 - fcf* (HJ7>to^f^) 
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JR^ : 9 8 . 3 % 

1 H — NMR (DMSO-d 6 ) : 3 3. 9 6 (2H, s), 4. 0 2 ( 2 H, s), 
5. 84 (2H, s), 7. 34 (1H, d , J = 9. 0Hz), 7. 59 (1H, 
dd, J = 8. 7, 2. 4Hz), 7. 7 2 (1H, d, J = 2 . 7Hz), 7.. 
84 (1H, s), 8. 40 (2H, s), 10. 77 ( 1 H, s), 12. 77 (2 
H, b r s ). 

M 1 0 7 : ft&m&^r 10 7 (D{t^¥a<oWt 

WMtLX, 5-^nB-2-tFW-N- [3, 5 - tf* ( MJ 
ji^vu) 7^=/^] 'O'XTS K l^hy*Ai£ (M4 3 (1) <D{k&®}), R 

: 6 9. 0% 

1 H — NMR (CDC 1 3 ) : 5 2. 1 0 ( 1 H, t, J=4. 8Hz), 4. 1 
8-4. 22 (2H, m), 4. 33 (2H, t, J=4. 8Hz), 6. 96 (1 
H, d, J = 8. 7Hz), 7. 44 (1H, dd, J = 8. 7, 2. 7Hz), 
7. 59 (1H, s), 8. 21 (1H, d, J = 2. 7Hz), 8. 35 (2H, 
s), 1 0. 5 4 (1 H, s). 

W 1 0 8 : ■ 10 8 (D^m(om& 

5 — ?u n- 2 -t Ko^p-e/'-N- [3, 5 - tf ^ ( b !) 7 /l^u ^ ^;W) 7^ 
KyX7 5 K (0d 1 (l)roM;6 0 0mg, 1. 6mmolK 

(1. lOg, 8. Ommo 1), n nf^mfvU (3 8 3mg, 3. 
2mmo 1), Tir h>- (lOmL) ©ft^«»Sr N 1 B#P H t» 

#btifcaa^gf^^ (i 5mD -c«L7c 0 mm^^mm^K ma 
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1) -CUMRL-C, (4 2 7mg, 5 8. 1%) 

'H-NMR (CDC 1',) '• i 1. 38 (3H, t, J = 7. 2Hz), 4. 4 
1 (2H, q, J = 7. 2Hz), 4. 79 ( 2 H, s), 6. 86 (1H, d, 
J = 8. 7Hz), 7. 46 (1H, dd, J = 8. 7, 2. 7Hz), 7. 62 
(1H, s), 8. 27 (1H, d, J = 2. 7H), 8. 52 ( 2 H, s), 10. 
88(1 H, brs). 

m i o 9 : k&m^r% 1 1 o (Dft&mv>wfe. 

WJ&t It, 5-?nu- 2-t Kn^v—N- [3, 5 - If * (h!/7'^o 

A"£JB v^-cflli o 8 tm&<o$kife&fti<\ SJlft:^te*^fc. 

» ; 3 0 . 3 % 

'H-NMR (CDC 1 3 ) : 5 4.8 2 (2H, s) ,5. 3 5 (2H, s) , 6. 
84 (1H, d, J=8. 7Hz), 7. 38-7. 41 (6H, m), 7. 63 
(1H, br s), 8. 28 ( 1 H, d, J = 2. 7Hz), 8. 54 (2H, s), 
10. 86(1 H, brs). 
M l io: 1 0 9 <D{b&Q3<?>W3t 

2- U'O&A'ttS/) jJJVtf—fr] [3, 5- 

if* (M)7/vto^f^) :7x=/Kl ^<yX7 5 K ({£•£#!#■*§• 1 10;43 

Omg, 0. 8 mm o 1 ) <D * ? J — (5mL + 5mL) a&J&ttfcdcBfc 

fc1-hVV& (.6 6. 7mg, 1. 6mmol) 60tt40«# 
L/C, »Sa^*S:Sa*-CJ , ^ia, »a.«r«Eff*U-C#6>tbfcaaS:ftl63: 
fyV (1 5mL) «tfco »*^A4S««r 2 

-^^^^/|^^^r' H H B WbTv^M^'a-^e^l&^(3 1 Omg, 8 6. 
8%) £#fc„ 

'H-NMR (DMSO-d 6 ) : 5 4. 9 5 (2H, s), 7. 28 (1H, d, 
J = 8. 7Hz), 7. 65 (1H, dd, J = 8. 7, 2. 7Hz), 7. 85 
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(1H, brs), 7. 90 (1H, d, J = 2. 7Hz), 8. 53 ( 2 H, s), 
11. 12 (1H, s). 

Mill : 1 1 1 <D{b&toomk 

lii LT, 5-9vv-2-K Kn^-N- [3, 5 - tf * (F!)7;^n 
*7vv) 7x=/V] ^yX7? K lthP^^S(«4 3 (1) ©&£*), & 

JR* : 8 0 . 7 % 

1 H — NMR (CDC 1 ,) : 6 5. 9 4 (2H, s), 7. 3 6 (1 H, d, J 
= 8. 7Hz), 7. 70 (1H, dd, J=8. 7, 2. 7Hz), 7. 62 (l 
H, s), 7. 7 8- 7. 8 5 (2H, m), 7. 9 0-7. 9 6 (2H, m), 8. 
17 (1H, d, J = 2. 7Hz), 8. 37 ( 2 H, s), 9. 90 ( 1 H, s). 
Ml 1 2 : <ffc-£-$J#-§- 112 <D{k&%l<DW& 

EFJfrk IT, 5-^on-Z-fc Kn*i/-N- [3, (MJ7/Vtn 
*7yl0 7*=^] ^X7? K (Ml (1) 3, 4, 6- 

f h a -D-^>n t°7 / ^ K&fflVT 1 0 8 t Wl 

JR* : 2 6 . 9 % 

1 H — NMR (CDC 1 3 ) : 6 1. 99 (3H, s), 2. 03 (3H> s), 
2. 05 (3H, s), 2. 06 (3H, s), 3. 92 ( 1 H, ddd, J = l 
0. 2, 5. 4, 2. 4Hz), 4. 11-4. 16 (1H, m), 4. 33 (1 
H, dd, J=12. 6, 5. 7Hz), 5. 15-5. 2 1 ( 1 H, m), 5. 
30-5. 40 (3H, m), 7. 08 (1H, d, J = 8. 7 Hz), 7. 48 
(1H, dd, J = 8. 7, 2. 7Hz), 7. 67 (1H, s), 8. 18 (1 
H, d, J = 2.'7Hz), 8. 26 (2H, s), 9. 27 ( 1 H, s). 
il 1 3 : 113 a>fc&tb<DW& 
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fl£5c7G : MAYBR IDGEft 
%9u?zx- K#^-: RDRO 3 0 9 9 

! H-NMR (DMSO-d 6 ) : 8 7. 67 (1 H, d d, J = 8. 1, 1. 
2Hz), 7. 99 (1H, dd, J = 9. 9, 2. 7Hz), 8. 01 (1H, 
s), 8.2 7 (2H, s), 8. 3 5 (1H, s). 
Ml 1 4 : -ffc£^#-5§- 114 (Dik^t&XDmfe 

5-^Da-2-tKD^-N-[3, (h V y = 

^X7U' (Ml (1) 0<fb^; 0. 2 g, 0. 5mmo 1) h 
V^,UT^^ (0. 5mL) ©^nn^y (8mL). TA* 
=^#HftT, ^S^ny K (12 1mg, 0. 8mmo 1) & 
V^g£-e 1 ^r H 1»L7c 0 K^^#;$r^^^-c^L, 2^m^. 

3 : 1) «Lt, ^S^^^fe^ (1 6 1mg, 6 6%) £#fc 0 
X H-NMR (CDC 1 3 ) : 6 2. 2 5 (1 H, dt, J = 13. 5, 10. 
0Hz), 2. 55 (1H, ddd, J = 18. 0, 10. 0, 1. 8Hz), 2. 
7 5 (1H, ddd, J = 13. 5, 9. 3, 2. 4Hz), 2. 9 9 ( 1 H, d 
t, J = 18. 9, 9. 3Hz), 7. 07 ( 1 H, d, J=8. 7Hz), 7. 
58 (1H, dd, J = 8. 7, 2. 7Hz), 7. 88 (2H, s), 8. 00 
(1H, d, J = 2. 7Hz), 8. 0 1 (1H, s). 
Ml 1 5 : ik&ifom^l 1 5 0{b^0Mit 

%mtLX, 5-^DP-2-tKD^-N- [3, 5-tf* (HJ 7 ^tn 
^X7 5.K (Ml (1) Ofl^lh &tn^nn|^?- 
/K «t L-C7--fe h = M/i^ffl^-cMl o 8i»iMtrv\ msft-g- 

J|X^ 7 9. 1 % 

1H " NMR (CD CI 3 ) : 8 3. 7 7 ( 3 H, s), 5. 9 9 (1H, s), . 
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7. 11 (1H, d, J = 8. 7Hz), 7. 52 ( 1 H, d d, J = 8. 7, 2. 
4Hz), 7. 87 (1H, s), 7. 95 (2H, s), 7. 99 (1H, d, J 
= 2. 4Hz). 

1 1 6 : it&mm%- 1 1 6 (D{t^<Dm^ . ' 

MtU, 6-^na-3, 4 - f JM Kn - 4 -aMr y- 3 - [ 3 , 5 - fc** 
(M)7^tn^f^) 7s=;P] -2H-1, 3 -^V^dp-^^^- 2 -7J. 

UX^ : 8 9. 4% 

1 H — NMR (CDC 1 3 ) : 5 6. 0 2 ( 1 H, s), 7. 12 ( 1 H, d, J 
= 8. 7Hz), 7. 53 (1H, dd, J = 8. 7, 2. 4H"z), 7. 87 (1 
H, br), 7. 95 (2H, s), 7. 99 (1H, brs). 
#1 1 1 7 : 1 1 7 ©l^fKDUI 

T^sf^HftTv (2. OmL) I^ItMI^A (1. 2m 

g) SrJP*.. fcflPLfc. 5-^nn-2-tK.P^> 

-N- [3, 5-\?X (hV 7;^u^f;W) ^yX7^ K (0U (1) 

; 2 0 0mg, 0. 5 2 lmmo 1 ) ZMz., ^h\ZT±^Uy^^^ 
^Wti^^f-J^ (81mg, 0. 573mmol) £ 4 0£-jHtT?ffiT> #^T* 

4tt#Wc^i5:v'y*W7A^n-7h^77^- (n ■^-f^ : # 

fifeai^= 4^1) T-ftM It, M<ffr&*&©&£.@# ( 1 4 1 m g , 51. 5 %) 

1 H — NMR (CDCI3) : 5 3. 14 (1H, d, J = l 6. 2 Hz), 3. 
2 5 (1H, d, J = 16. 2Hz), 3. 3 9 (3H, s),3. 7 9 (3H, 
s), 7. 0 5 (1H, d, J = 8. 7 Hz), 7. 5 0 (1H, dd, j'=8. 
7, 2. 4Hz), 7. 93 (1H, d, J = 2. 7Hz), 7. 94 (2H, s). 
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mi 1 8 : {b^M^-l 1 8<D{k&%l(D$m 

(1) 5-^np-N- [5- (1, l-i^^f-M 

-2-fc Fn^^yXT; K 
SfitUt, (1, l-v 5 ^^) :/nfcVU- 

2-7x/^>7-yySr^T0ill (1) ira«©»f^SrfTV\ «Hfls^«r 

: 6 5. 2% 

1 H — NMR (CDC 1 3 ) : 5 0. 69 (3H, t, J = 7. 6Hz), 1. 2 
9 (6H, s), 1. 64 (2H, q, J = 7. 6Hz), 6. 91 (1H, dd, 
J = l. 7, 7,6Hz), 6. 96 (1H, d , J = 8. 9Hz),.7. 03 (2 
H, d, J = 8. 9Hz), 7. 10 (1H, dt, J = l. 7, 7. 6Hz), 
7. 16 (1H, dt, J = l. 7, 7. 6Hz), 7. 31-7. 40 (4H, 
m), 8. 42 (1H, dd, J = 2. 0,-7. 9Hz), 8. 53 (1H, br. 
s) 11. 94 (1H, s). . 

(2) 6-^czn-3 - C5- (1, l-V^^M fc° /U- 2 - 7x J $r*y 
7^-)V\-Z t 4-^tKn-2H-l, 3 — O-X^f- 2 , 

(<(&£■<»#•§■. 1 18) 

5-^nn-N- [5- (1, l-S^^vU) 7 , n^-2-7x/ ^i/7x = 
yl/] - 2-fc Kndr^^XT5: K (9 9 m g , 0. 2 4mmo 1) % ^nn^^ 
( 2 5 /x L, 0 . 26mmol), tl^y(lmL) <Dm&%}* 1 BfHWn 

i/VJjtf/Vjj 4— (n-^^> ■ g^^fvU= 10:1) 

T*Mb-C, mm\k^m<D&&mfc (46mg, 4 3.. 6%) £#fc 0 
'H-NMR (CDC 1 3 ) : S 0. 6 5 (3H, t, J = 7. 5Hz), 1. 2 
4 (6H, s), 1. 59 (2H, q, J=7. 5Hz), 6. 96 (3H, m), 
7. 18-7. 29 (4H, m), 7. 33 ( 1 H, d d, J = 8. 0, 1. 6H 
z), 7. 40 (1H, dt, J = 8. 4, 1. 5Hz), 7. 65 (1H, dd, 
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J = 8. 7, 2. 4Hz), 8. 06 ( 1 H, d, J = 2. 4Hz). 
08 1 1 9 : fc&Vom^- 119 <Dft##KZ>gB§ 

fC, N- (4 --tr 7*^/1') - 2-tKn^->-5- (h!)7;^n^ 

.l&m : 8 8 . 9 % 

'H-NMR (DMSO- d 6 ) : 8 3. 2 9- 3. 3 8 ( 2 H, m), 3. 48 
-3. 58 (6H, m), 7. 31-7. 37 ( 1 H, m), 7.. 44-7. 49 
(2H, m), 7. 57 ( 1 H, d, J = 8. 4Hz), 7. 67-7. 71 (4 
H, m), 7. 7 9 (2H, d, J"=8. 7Hz), 7. 9 5 ( 1 H, dd, J = 

9. 0, 2, 4Hz), 8. 02 ( 1 H, d, J = l. 5Hz), 10. 60.(1 
H, s). 

[N— (4 -\fZ7=^=.jV) -2-tKn^>-5- (M)7^tn^f^) 
XT 5: K : mm^m^Q 9/6 5 4 4 9f/^7l/7 h#R§] 

fii 1 2 0 : it^-mm^- 120 (D^m(omm 

aat, 5-^nn-2-kKn^>-N- [2, 5 - tf* ( h y 
ptfyi/) 7^-/1/] ^yX7 5 K (09 9 1 (1) (Dik&m), RX?m}) is&v^y 

Ifcsp : 9 0. 6% 

1 H — NMR (DMSO-d 6 ) : 5 5. 1 4 (2H, d, J = 8. 4Hz), 5. 
15 (2H, d, J = 7. 5Hz), 7. 29-7. 35 (10 H, m)', 7. 4 
3 (1H, dd, J = 8. 7, 0. 9Hz), 7. 64 (1H, -dd, J = 8. 7, 
2. 7Hz), 7. 74 (1H, d, J=2. 1Hz), 7. 9 1 (1H, d, J 
= 8. 1Hz), 8. 05 (1H, d, J = 8. 4Hz), 8. 0 9 (1H, s), 

10. 6 1 (1 H, s). 

M 1 2 1 : -fb£-#)#-5§- 1 2 1 <7Mfra-fe<DSUt 

Jg3(sfi: U,5-^nn-2-(^^l'7t-X7t-/)t^>-N-[2, 
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: 9 5 . 7 % 

'H-NMR (DMSO- d 6 ) : 3 7. 4 7 (1 H, dd, J = 8. 7, 0. 
9Hz), 7. 6 3-7. 6 8 (2H, m), 7. 90 ( 1 H, d, J=8. 4H 
z), 8. 0 5 (1H, d, J = 8. 1Hz), 8. 15 ( 1 H, s), 10. 3 8. 
(1H, s). 
m 1 2 2 : QG^m^% 1 2 2 <Dfc^©M5i 

Mi LTx 5-^nn-2-7^7^yt^>-N- [2, 5 - fc** ( h 

2ii^#^^^TV\ mmit&mzmc, 

l&m : 9 3 . 8 % 

X H — NMR (DMSO-d 6 ) : 5 7. 40 (1 H, dd, J =8. 7, 0. 
9Hz) 7. 52 (1H, dd, J = 8. 7, 3. OHz), 7. 59 ( 1 H, d, 
J=3. OHz), 7. 86 (1H, d, J = 8. 4Hz), 7. 98 ( 1 H, s), 
8. 02 (1H; d, J = 8. 4Hz), 11. 95 ( 1 H, s). 
m 1 2 3 : it&m&-% 12 3 <D\\&m<OW£& 

WMtLX, 5-^nn-N- [2-^nc-5- ( b <; p< <?vv) 7^ 

-2-t: Kn^v-^XT^ K (09 8 4 (1) tf>fc£-#lh &tf&y ^fife^ 
-o^/^^fflv^rM5 0 < !:P#^^?r^TV^ N iCMfc^£#fc 0 
J|fc^ : 9 9 . 1 % 

X H — NMR (DMSO-d 6 ) : fi 5. 13 (2H, d, J = 8. 1Hz), 5. 
14 (2H, d, J = 8. 1Hz), 7: 27-7. 33 (1 0 H, m), 7. 4 
3 (1H, d, J = 9. 3Hz), 7. 61-7. 66 (2H, m), 7. 77- 
7. 80 (2H, m), 8. 19 ( 1 H, s), 10. 43 ( 1 H, s). 
M 1 2 4 ■: fc^#-5§- 12 4 Oftl^^it 

LT, 5-^nn-N- [2-^nn-5- 7/!/tD^f;V) 7^ 
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-2- [(S?^^S?A'7*-^7* — /) ^>X7; K 

#123) SrffiV^«5 1 £ITOfc&ffr£rfrV\ »ffc1^>£#fco 
JRJp : 9 5 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 52 (1H, d, J=8. 7Hz), 7. 
60 (1H, dd, J=8. 1, 2. 1Hz), 7. 66 ( 1 H, dd, J = 8. 
7, 3. 0Hz), 7. 79-7. 82 (2H, m), 8. 44 (1H, s), 10. 
3 1 (1 H, s). 

W 1 2 5 : flS-8-#J#-§- 12 5 ©^ftOjSjS 

J|^i fC, 5-^na-N- [2-^bb-5- ( h!l 77^0^^) 7^ 
-2- (7*—* 7 * — ^yX75 K (ft^*ftl2 4) £ 

JBVVC09 5 2 fcW«*iftf^*ffV\ «@ffc'g'&«:#fc. 
Jfc^ : 9 0 . 2 % 

1 H— NMR (DMSO-d,) -8 7. 4 8 (1H, dd, J = 9. 0, 3. 
0Hz) 7. 53 (1H, dd, J = 8. 7, 2. 1Hz), 7. 58 ( 1 H, d, 
J = 8. 7Hz), 7. 6 9-7. 7 2 ( 2 H, m), 8. 36 (1H, d, J = 
2. 1Hz), 1 1. 7 0 (1H, s). 
M 1 2 6 : 12 6 (D{h^^»©Mit 

JSSUftfcb-C, 5-^nn-N- {4- [(1, 1 -i^^/V) ^fvkl - 5 - [( 2 , 

T 5: K(«9 2 (3) <Dfc&®), RTf&V >Wti?'Oi?A't:R^XM5 0 bm& 
fctftf£«rfTV\ 

Um : 100. 0 % 

1 H — NMR (DMSO-d 6 ) : 8 1 . 2 1 ( 9 H, s), 1.25(9H,s), 
5; 09 (2H, d, J = 8. 4Hz), 5. 11 (2H, d, J = 7. 8Hz) 
7. 2 3-7. 3 8 (1 1H, m), 7. 63 (1H, dd, J=8. 7, 2. 7 
Hz), 7. 82 (1H, dd, J = 2. 7, 0. 9 Hz), 13. 00 (1H, 
s). 
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M 1 2 7 : it^m^ 12 7 <Dit&m<»Wk 

ffl&b U-C, 5-^on-2- /) 2h*i/-N- {4 

- [(1, 1-^fvW) s^/V] -5- [(2, ynft^] 

f7^-2-^/H ^yX7$ K 2 6) £JB^TM5 1 £ 

JfcSp : 9 8. 1 % 

1 H — NMR (DMSO-d 6 ) =5 1. 26 (9H, s), 1. 28 (9H, s), 

7. 43 (1H, dd, J = 8. 7, 1. 2Hz), 7. 61 (1H, d d, J = 

8. 7, 2. 7Hz), 7: 67 ( 1 H, d, J = 2. 4Hz). 
f!l 1 2 8 : it&m^ 12 8 Ofc^OMit 

^tlT, 5-^on-N- {4- [(1, 1 - ^>V\ - 5 - [( 2 , 
2-v?y^) yofi-^] f7/"^-2-^f/H - 2- (7^-X7t- 
^<yX7 5 K ({^^#^-1 2 7) £J^T0!I5 2 l^il^^SrtT 

l&sp : 3 5 . 8 % 

'H-NMR (DMSO-d 6 ) : 5 1. 26 (9H, s), 1. 2 7 ( 9 H, s), 
7. 37 (1H, d, J = 9. 0Hz), 7. 55 (1H, dd, J = 9. 0, 2. 
7Hz), 7. 64 (1H, d, J = 2. 4Hz). 

m 1 2 9 : it&mm%- 129 <Di\&®<o®& 

(1) 5-yo*-2-t kd^f-^-n- [2, 5-tr* ( h y 7/^0^^) 

=-v ^zm^xmi (1) kmmft®iftzft^\ mm<k&®zmtz.o 
i&m ■ 2 4 . 0 % 

'H-NMR (DMSO- d 6 ) : 5 7. .0 3 (1 H, d, J = 8. 7Hz), 7. 
65 (1H, dd, J=8. 7, 2. 7Hz), 7. 76 (1H, d, J = 8. 4 
Hz), 8. 03 (1H, d, J = 8. 1Hz) 8. 11 (1H, d, J = 2. 7 
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Hz), 8. 74 (1H, s), 11. 02 ( 1 H, s), 12. 34 (1H, s). 
(2) 5-^o^-2- (*/l>7* — JI 7 %;Vt$~;V) ^Sz-N- [2, 5- 
tf* (MJ7;Utn^f^) 7 = =^] ^yX7 5 K tffc£-fe##l 2 9) 
JWtib'-Cs 5-^n*-2-fcKo^-N-'[2, (h!i7/^n 

Jfc^ : 8 9. 4% 

1 H — NMR (CDC1 3 ) : 8 3. 55-3. 68 (8H, m), 7. 06 (1 
H, d, J = 9. OHz), 7. 57 (1H, d, J = 8. 1Hz), 7. 65 (l 
H, dd, J = 9. 0, 2. 7Hz), 7. 81 ( 1 H, d , J = 8. 4Hz), 

7. 9 7 (1H, d, J = 2. 7Hz), 8. 3 9 (1H, s), 8. 6 0 (1H, 
s). 

M 1 3 0 : 13 0 <Dft.&Ws(DW& 

(1) [2, 5-t^ (MJ 7/v^-n^^/v) 
^yXTS; K 

if-y^S (6. 9 0g, 5 0mmolh 2, 5 - If* ( b 5 7^tn ^ f ;U) 
7=!ly (11. 46g, 50mmo 1), £t{b?)A/ (2. 18ml, 25mm 
o 1). ^OB^y (1 5 0ml) <D^i^^4M*n^«.Lfc 0 

-egt^bX, WM^m<D&&mW. (8. 4g, 4 7. 8%) £#fco . 

1 H — NMR (CD3OD) :5 7. 00-7.06 (2H, m), 7. 48 (1 

H, dt, J = l. 5, 7. 5Hz), 7. 74 ( 1 H, d, J = 8. 4Hz), 

8. 01-8. 08 (2H, m), 8. 79 ( 1 H, s), 11. 0 9 (1H, s), 
12. 0 3 (1H, s). 

(2) 3, 5-^7n^-2-tKn^-N- [2, 5-1?* (MJ77^n 
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7 5: K (1 7 5mg, 0. 5mmo 1) <DW&fc&<M (5mL) W&fc. $c (3 
mg, 0. 0 5mmo 1), Jt# ( 1 2 9 1 , 2. 5 mm o 1) SrJOx., 5 0°C 

-ei 2i*M*#ufc, s^-a-^^^^T'^ipm, isfnawTK, tk. isfp^ 

•/^y;^7A^v^77^ - (n :gj^n^VU= 2 : l) 

gSft^oefifi* -(18 4. 2m g, 7 2. 7 %) 
1 H — NMR (DMSO-d 6 ) : S 7. 92-7. 98 (1 H, m), 8. 06 
(1H, d, J = 2. 1Hz), 8. 09 (1H, d, J=8. 4Hzj, 8. 2 

2 (1H, d, J = 2. 1Hz), 8. 2 7-8. 3 2 ( 1 H, m), 11. 31 
(1H, s). 

(3) 3, 5-v ? 7 ? n^e-2- y*^*'^) t*V-N- [2, 

5-fcf* ( h y ^yX7^ K (tofr4fe#-*l 3 0) 

3, 5-i/7*n^-2-tKo^>-N- [2, 5 - If* ( h V 7 )Vlrxi * °?;V) 

JR*P : 7 0. 6% 

>H-NMR (CDCl 3 -d 6 ):5 3. 54-3. 77 (8H, m), 7. 5 
8 (1H, d, J = 8. 4Hz), 7. 81 (1H, d, J = 8. 4Hz), 7. 
91 (1H, d, J = 2. 1Hz), 7. 94 ( 1 H, d, J = 2. 1Hz), 8. 
5 4 (2H, b r s). 
Ml 3 1 : tt&Vd%t^ 13 1 

Ml 3 0 (1) CDn— ^tyftjSi»P>gS^«JOefe@* (2 1 1. 7mg, 
0. 9%) £#fc 0 

'H-NMR (DMSO-d 6 ) : 8 6. 9 8 (1 H, t, J = 7. 5Hz), 7. 

03 (1H, d, 8. 4Hz), 7. 4 6 -7. 6 0 (3H, m), 7. 6 7—7. 
72 (1H, m), 7. 8 0-7. 8 4 ( 2 H, m), 7. 88-7. 91 (1H, 
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m), 7. 97 (1H, dd, J = l. 2, 8. lHz),'8. 02 (1H, dd, 
J = 8. 1Hz), 10. 23 (1H, s),.10. 52 ( 1 H, s). 
M 1 3 2 : \Y&m^ 13 2 (^-(b-a-^^Mit 

2- t Kn^rv'-N- [2, 5 - tfX (fP7;^D^;V) 7 xi^X 
75 K (W13 0 (1) ©ffrg-ifeh W/>7t- y A^n ]) 

1 H — NMR (CDC 1 3 ) : 5 3. 5 7- 3. 7 1 (8H, m), 7. 18 (1 
H, d, J = 8. 4Hz), 7. 37 (1H, dt, J = 7. 8, 1. 2Hz), 
7. 5 3 - 7. 5 9 (2H, m), 7. 79 ( 1 H, d, J = 8. 4Hz), 7. 
84 (1H, dd, J = l. 5, 7. 8Hz), 8. 42 (1H, brs), 8. 
6 8 ( 1 H, s ). 

mi 3 3 : it&mm^i 3 z(D\t&y>)(Dmjk 

(1) 5-^un-2-t Kn^fiz-N- [2- (4 b^v^^y - 
5- (M)7/Vtn^;i/) :7^^/i/] ^<yX7 5 K 

^ifC, 5-^nai^y^yV^ &tf3-7^/-4- (4-^ h^^7oi 

/^v-) -o-y^y k^jev^ji (i) £^#<^f£<HTV\ «s 

&m : 8 8. 1% 

1 H — NMR (CDC 1 3 ) : 5 3. 8 5 (3H, s) 6. 8 1 (1 H, d, J 
= 8. 5Hz), 6. 97-7. 02 (3H, m), 7. 08 (2H, d, J = 8. 
8Hz), 7. 30 (1H, m), 7. 40 (1H, dd, J = 8. 8, 1. 9H 
z), 7. 45 (1H, d, J = 2. 2Hz), 8. 70 (1H, s), 8. 78 (1 
H, d, J = l. 6Hz), 11. 76 (1H, s). 

(2) 5-^nn-N- [2- (4-/ h *ct/7 ^ / -5- (hV^J^ 
n^^) 7x.-j\>] -2 - [(Wt-Uy*^-^) t^r^] ^X7$ 
K (it^m^l 3 3) 

JRWfc IT, 5-^nP-2-fc Kn3r^-N- [2- (4-> h^^m/ ^ 
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» 6 0.0% 

1 H — NMR (CDC 1 3 ) : 5 3. 3 7-3. 4 1 ( 2 H, m), 3. 6 2 (6 
H, s), 3. 8 3 (3H, s), 6. 7 8 ( 1 H, d, J = 8. 7Hz), 6. 9 
3-7. 03 (4H, m), 7. 11 (1H, d, J =8. 4Hz), 7. 24- 
7. 28 (1H, m), 7. 47 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
86 (1H, d, J = 2. 7Hz), 8. 9 0-8. 9 3 (2H, m). 
W 1 3 4 : {b^#-§- 13 4 ©fl2^tt©»36 

Hf^Lt, [2-?nn-5- ( b y ^ ^V) 7x 

_ 2 -t Kodr^yXT^ K (08 8 5 (1) ©<fb£*h &tf3E!J VlfeS? 
.^vvi^/B^-C#iJ5 0 t^«l^af^SrfTV\ tlMte^£#7e: 0 
Jfc^ : 8 9. 8% 

1 H — NMR (DMSO-d 6 ) : 5 5. 1 1 (2H, d, J = 8. 4Hz), 5. 
13 (2H, d, J = 8. 7 Hz), 7. 23-7. 39 (11H, m), 7. 6 
1-7. 6 4 (1H, m), 7. 7 4-7. 8 0 ( 2 H, m), 7. 91 (1H, 
m), 8. 19 (1H, m), 10. 45 (1H, s). 
m 1 3 5 : ik&WWf^T 13 5 <D{k&Qn<Dm& 

gfiHT, [2-^po-5- ( h V n 7^ 

=.;Vl -2 - [(S^^S?*?* — /) ^^7^ K ({fc^# 

■9-13 4) £ffiV>-C#!5 1 £|5]|£&£*!f££ : fTV\ mmit^^tLo 
JR^S : 8 9 . 6 % 

1 H — NMR (DMSO-d 6 ) : S 7. 46 (1 H, dd, J = 9. 0, 1. 
2Hz), 7. 61, (1H, dd, J = 8. 4, 2. 1Hz), 7. 78 (1H, 
dd, J = 9. 0, 2. 4Hz), 7. 81 (1H, d, J=8. 1Hz), 7. 
92 (1H, d, J = l. 8Hz), 8. 44 ( 1 H, d, J=l. 2Hz), 10. 
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2 7 (1 H, s). 

0ii 1 3 6 •• \Y>^mm% 13 6 <Dfcs-m<Dm& 

WMthX, [2-^nn-5- (f!)7;^u>f/i/) 7x 

-2- (7*-* 7*-/ *-**:✓) ^yX75 K (ft^*#tl 3 5) Sr 

IR* : 1 0 0 . 0 % 

1 H — NMR (DMSO-d 6 ) : S 7. 49 (1H, d d, J = 8. 7, 0. 
9Hz), 7. 56 (1H, dd, J = 8. 4, 1. 8Hz), 7. 61 (1H, 
dd, J = 8. 7, 2. 4 Hz), 7. 73 ( 1 H, d, J = 8. 4Hz), 7. 
8 3 (1H, d, J = 2. 4 Hz), 8. 31 (1H, d, J = l. 5Hz), 1 
1 . 9 6 (1 H, s). 

m 1 3 7 : ib-a-$i#-s§- 137 <D\t<&m<Dm& 

WMtLX, 5- [(1, l-^^) -2-t Kn^i/-N- [3, 

((>!J7^c^;V) 7i=;H ^VX7$K (0*17 8 (1) 

: 9 4 . 4 % 

J H — NMR (DMSO-d 6 ) : 5 1 . 3 2 ( 9 H, s ), 5 . 0 9 ( 2 H, d , 
J = 8. 1Hz), 5. 10 (2H, d, J = 7. 8Hz), 7. 22-7. 36 
(11H, m), 7. 60 (1H, dd, J = 8. 7, 2. 4Hz), 7. 65 (1 
H, d, J=2. 4Hz), 7. 80 (1H, s), 8. 39 (2H, s), 11. 
05 (1H, s). 

m 1 3 8 : \t%m%t% 13 8 <Dfc&®<D$km 

ifffcU, 2- (S^VS^l^jt— X7*~S) **~y-5- C(l, 

^•/k) oc^/i/] -N- [3, 5-^7 (Ml7^tn^f^) 7s^] x^X 

75 K 3 7) &m^XM5 1 ^W«*IM^«:tfV\ M-ffc^fe* 
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Jfc$ : 100. 0% 

1 H — NMR (DMSO- d 6 ) : 5 1. 3 1 (9H, s), 7. 3 2 (1H, d, 

J = 8. 1Hz), 7. 5 8-7. 6 3 (2H, m), 7. 82 (1H, s), 8. 

4 3 (2H, s), 11. 11 (1H, s). 

ffl 1 3 9 : -fb^W-^" 13 9 Oit^OWk 

Milt, 5 - C(l, l-i^5vv) 3^vKl -2-7*- *7*— 

-N- [3, 5 (f!)7^tn^f/U) :7^~/v] -<yX7? K (<ffc£-$l 

#fl3 8) £J8V>-C#|5 2 t!^#^^^TV\ gJBfc£-&£#fc. 

ItX* : 8 5. 0% 

1 H — NMR (DMSO-d 6 ): 5 1. 29 (9H, s), 7. 23 ( 1 H, d, 
J=8. 7Hz), 7. 48 (1H, dd r . J = 8. 7, 2. 4Hz), 7. 63 
(1H, d, J = 2. 7Hz), 7. 74 (1H, s), 8. 5 5 (2H, s), 1 
3. 4 7 (1H, s). 

#114 0 : flS^4fe## 14 0 ©fl5£4fe©K36 

TOibXs 5-7"o ; e-2-tKn^N- [2, 5-« ( h y 7/W*n 

^^) 7^=^] ^yX7-; k (#ii2 9 (i) <r>tt&m), Rxtm.!) ywtv^ 

Jfc^ : 8 4 . 1 % 

1 H — NMR (DMS O — d 6 ) =8 5 . 1 4 ( 2 H, d , J = 7 . 8 H z ) , 5. 
15 (2H, d, J = 7. 8Hz), 7. 26-7. 39 ( 1 1 H, m), 7. 7 
6 (1H, dd, J = 8. 7, 2. 1Hz), 7. 87 (1H, m), 7. 91 (1 
H, d, J = 8. 7Hz), 8. 05 ( 1 H, d, J = 7. 8Hz), 8. 09 (1 
H, s), 10. 61 (1H, s). 
#114 1 : 14 1 «Dit^9a<om& 

WMt LT. 5-7n^e- 2-(^^/W74— ^7*- 7)*3r^-N-[ 2 , 
5-fc*7 (MJ7/UtD/f;V) 7x^] ^yX7; K (Mffl.4 0) 
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: 8 5. 4% 

1 H — NMR (DMSO-d 6 ) : 5 7. 41 (1H, d, J = 8. 4Hz), 7. 
7 5- 7. 7 9 (2H, m), 7. 90 ( 1 H, d, J = 7. 8Hz), 8. 05 
(1H, d, J=8. 1Hz), 8. 15 (1H, s), 10. 42 (1H, s). 
#114 2: {fc£-«-i- 142 <Dfc^m(Dm& 

WMt Ut, 5-^n^2-7d— ^7t-/t^>-N- [2, 5-tf*(h 

2£ifg*R&&{WTV\ mmk&mzmtz. a 

1 : 8 9 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 3 2 (1H, d, J = 8. 4Hz), 7. 
62 (1H, dd, J = 8. 4, 2. 7Hz), 7. 69 (1H, d, J = 2. 4 
Hz), 7. 86 (1H, d, J=8. 1Hz), 7. 92 ( 1 H, s), 8. 02 

(1H, d, J = 8. 4Hz), 12. 4 4 ( 1 H, s). 
M 1 4 3 : ft"S^#-§- 14 3 <D{k-a-feWM5t 

5-7n^-N- {3, 5 - tf X [(1, l-i^5vv) 7 
- 2 - t Kndr^vXT? K iM 9 0 .(l).Oft#*), RtfEO ^Sfe 

^ : 9 4 . 7 % 

l H-NMR (DMSO-d 6 ) : 5 1. 23 (18 H, s), 5. 08 (2H, 
d, J=8. 4Hz), 5. 10 (2H, d, J = 7. 2Hz), 7. 16-7. 
34 (12H, m), 7. 6 5 (2H, d, J = l. 5Hz), 7. 7 1 (1H, 
dd, J = 9. 0, 2. 7Hz), 7. 8 2-7. 8 3 (1H, m), 10. 43 
(1H, s). 
M 1 4 4 : fli-S-^fl-ir 14 4 <a<ffr£-#ICD®ljt 

IT, 5-^n^-2-(^y^7t^7*-y)i-^-N-{3, 

5-tf* [(l, l— s^fvu) 7x=/H ^yX75 K {\t^m^%- 1 

4 3) £/|V^#l5 1 i:P«*afe^SrfTV\ 
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■ 9 4 . 8 % 

1 H — NMR (DMSO-d,):'« 1. 28 (18H, s), 7. 15 (1H, 
t, J = l. 5Hz), 7. 38 (1H, dd, J = 8. 7, 0. 9Hz), 7. 
61 (2H, d, J = 2. 1Hz), 7. 70 ( 1 H, dd, J = 8. 7, 2. 4 
Hz), 7. 77 (1H, dd, J = 2. 7, 0. 6Hz), 10. 31 (1H, 
s). 

#J 1 4 5 : \\^m^% 14 5 (Dit^m<omM 

WMtLX, 5-7v*-N- {3,5-tf* [(1, l-v^^/V) 7 
x.~;v) - 2- (7*- * 7 *—/*•*$/) ^7 5H (ft^ttff 144) 

jfcsfs : 7 5 . 7 % 

X H — NMR (DMSO-d 6 ): S l. 28 ( 1 8 H, s), 7. 11 (1H, 
t, J = l. 5Hz), 7. 30 (1H, dd, J = 8. 7, 0. 6Hz), 7. 
55 (1H, dd, J = 8. 7, 2. 7Hz), 7. 72 (2H, d, J = 2. 1 
Hz), 7. 79 (1H, d, J = 2. 7Hz), 12. 00 ( 1 H, s). 
m 1 4 6 : 14 6 ©fls^ft ©JKat 

(1) 2-fc Ko3rV-5- (3-^^-/0 — N— [3, 5 - If* ( MJ 7/V 
rtn^fvu) 7s=/V] ^yXTU* 

m$-£:LT> 2-fc Ko**y-5-5- K-N- [3, 5-tf* (MI7;vtn 
t^-jv) yzc-AA ^<yX7 5 K («8 l (l) ofc&to). 
^o>^ffl^Xi8 1 (2) _ PI«Ot!lf^SrfTV\ SUHflS'&fcSrfl'*:. 
JRa(s :38.7% 

■H-NMR (DMSO-d 6 ) : 8 7. 06 (1 H, d, J = 8. 7Hz), 7. 
57 (1H, dd, J=4. 8, 1. 5Hz), 7. 66 (1H, dd, J=4. 
8, 3. OHz), 7. 8 1-7. 8 4 (2H, m), 7. 8 6 (1H, s), 8. 
18 (1H, d, J = 2. 1Hz), 8. 49 (2H, s), 10. 90 ( 1 H, 
s), 11. 3 3 (1H, s). 
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(2) 2- Oe/v?*— v ;$ji'78~ji>) ***/-5- -N- 
[3, 5 -if* (M)7^tD^f/u) 7i=;H -O'XTS K (-fti^#-^l 
4 6) 

MiLt, 2-tKc*'>-5- (3-^=/W — N— [3, 5-tfX (h 
JR<5 :92.7% 

1 H — NMR (CDC1 3 ) : 5 3. 58-3. 72 (8H, m), 7. 05 (1 
H, d, J=8. 4Hz), 7. 3 6 (1H, d-d, J = 4. 8, 1. 2Hz) 7. 
4 3 (1H, dd, J = 5. 1, 3. 0Hz), 7. 4 8 ( 1 H, dd, J = 3. 
0, 1. 5Hz), 7. 60-7. 64 (2H, m), 7. 89 (1H, d, J = 
2. 7Hz), 8. 09 (2H, s), 9. 15 (1H, s). 
M 1 4 7 : ft^&S-SI- 14 7 (Dit^^Wot 

WMtVX, 5-^n*-2-fc Ko^V-N- [3-* h*->-5- (h!)7 
/U^-n 5vl") 7x=^] -O-XT ^ K (09 8 7 ( 1 ) <Dfc-^#)) % RXf& V VB. 
*J^l/V;v*m^xm 5 0 £ E«*#fts«:fTV\ ^Jg<ffc3^£#fc 0 
jfclf* : 7 7 . 7 % 

1 H — NMR (DMSO- d 6 ) : 5 3 . 7 8 ( 3 H, s ), 5 . 0 9 ( 2 H, d , 
J = 8. 1Hz), 5. 10 (2H, d, J = 7. 5Hz), 7. 00 (1H, s), 
7. 2 3-7. 3 6 (1 1H, m), 7. 56 (1H, m), 7. 73-7. 77 
(2H, m), 7. 87 ( 1 H, d, J = l. 8Hz), 10. 84 ( 1 H, s). 
Ml 4 8 : it&m^ 14 8 (DitG-mmmM 

fflfrb L"t> 5-7p^-2- (^yi?;W7^-^7t-/) **S/-N- [3 

14 7) MV>T#!I5 1 fcBI«fe*tfs«rfTV\ SH-fc^ Srftfc. 
Jfc* : 9 8. 1 % 

1 H — NMR (DMSO-d 6 ) : 5 3 . 8 3 (3 H, s ), 7. 0 0 ( 1 H, s), 
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7. 37 (1H, d, J = 8. 7Hz), 7. 57 (1H, s), 7. 71-7. 
7 7 (3H, m), 1 0. 8 0 (1 H, s). 
M 1 4 9 : \^m^% 14 9 <Ofti£>4&©2Rji 

^/Ix] -2- ^X75K (ft^#tl48) 

&JBv>-C0!l5 2 irW«*»f^«rtTV\ WMfcte® 

Jfc^ : 9 8 . 6 % 

X H — NMR (DMSO-d 6 ) : 5 3. 8 2 (3H, s), 6. 95 (1H, s), 
7. 26 (1H, d, J = 8. 7Hz), 7. 61 (lH. dd, J = 8. 7, 2. 
C 4Hz), 7. 70 (1H, s), 7. 74 (1H, d, J = 2. 4Hz), 7. 8 
6 (1 H, s), 12. 6 2 (1H, b r s). 

#ii5o: \^m^% 150 <D\\&m<o j $m. 

(1) 2-fc Kn^>- 5-7i=^xf^-N- [3, 5-\f^ (hi) 

2-tKt?^-5-3-K-N- C3, 5-tf* (MJ7/^n^f;V) 7x 

^VX7? K (#18 1 (1) ©jk^fe; 4 7 5mg, lmmo lh 
y (130mg, 1. 2 5mmo 1), RS^* 9 * ^ (4. 5mg, 0. 0 2m 
m o 1 ) % h V X ^77^fy (12. 2mg, 0. 04 mm o 

1), ^MV-fxxVfrT^s (3 8 8mg, 3 mm o 1 h N, TTU^jf 
-M7^; K (2mL) ©ifi^ife Sr 8 «PlH*Dfl!i51iKL/t. ®£$B£-4fe$rM*"C 

#7.^0-^ h^^ — ( n -^^rt y : ^7 7 n t>i-r/V= 2 : 1->1 : 
1) -eitjRb-C, (1 7 3mg, 3 8. 3%) Srfcfc. 

'H-NMR (DMSO-d 6 ) : 5 7. 0 4 (1H, d, J = 8. 4Hz), 7. 
2 0- 7. 2 9 (3H, m), 7. 38 ( 2 H, t, J = 7. 5Hz), 7. 59 
(2H, d, J = 7. 5Hz), 7. 72 ( 1 H, dd, J = 8. 4, 2. 1Hz), 
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7. 86 (1H, s), 8. 07 ( 1 H, d, J = 2. 1Hz), 8. 49 (2H, 
s), 10. 89 (1H, s), 11. 33 (1H, brs). 

(2) 2- (^^7^- y;^;^*=;v) Tt^-i/— 5 

[3, 5 -if* y yA^Hrxx^^-M 7i=^] -<vXt^K 1 

5 0) 

MftklsX. 2 — t Ko*'>- 5 - s/l'-N- C3, ( fc 

IR* : 9 9 . 5 % 

1 H — NMR (CD C 1 3 ) * 5 3. 6 1 - 3. 6 9 (8H, m), 7.08-7. 

12 (3H, m), 7. 32 ( 1 H, d, J = 7. 2Hz), 7. 36-7. 41 
(2H, m), 7. 51-7. 53 (2H, m), 7. 59 (1H, dd, J = 8. 

4, 2. 4Hz), 7. 65 (1H, s), 7. 87 (1H, d, 3 = 2. 1Hz), 
8.11 (2H, s), 9. 0 5 (1H, s). 

m 5 1 : 1 5.i©fls-aH»©jia& 

WMtVX^ 2-t Kn^ri/-5-7x=;i'X7^-N- [3, 5 - tr * (K 
!)7/i/tD^f/v) -7=.-)V\ ^yX7 5 K («1 5 0 (1) (Dft&ta)^ RtflE 

y ^mv^v^zM^xms o tmmmYEzn^. 

Ifc^ : 8 2 . 0 % 

>H-NMR (DMSO-d 6 ) : 5 5. 12 (2 H, d, J = 8.4Hz), 5. 

13 (2H, d, J = 7. 5Hz), 7. 2 5-7. 4 3 ( 1 6 H, m), 7. 6 
3 (2H, d, J = 7. 2Hz), 7. 7 8 - 7. 8 2 (2H, m), 7. 96 (1 
H, s), 8. 40 (2H, s), 11. 17 ( 1 H, s). 

mkw '• n f — k b mmmmmfe 

NF-ic BJgttftl&^tfUB&Hill fe<0#ifc (Hr* (Cell)j, (*@), 19 9 3 
¥, I7 3t, H2-§-, P- 3 9 5-4 0 6#i,) K: L^M LfG 0 NF 

- k B INHB7II (TGGGGACTTTCCGC) £ 5 i®aS^ Mt) Vtcsf V 3* ? ^ 
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irf- K^^-^/Wwy^^-irat^ (Luc) <l> kU^m&&k1£'7 7 * 5 
K (pNFkB-Luc Reporter Plasraid : STRATAGENE *tfi) 5:b7^7x 
i7v-a ^ttH(Effectene % QIAGEN |±M) 5:I^Tt b Jff-lS & He pG 2 

}C QIAGEN "7" n ha-zVfc:^ h^^^7^^ h LT, 6 ~24fflig# L7c 0 
^<D^ &m{k&toOl&ETXftfP&&T-e. TNF-a(40 ng/ml) SriOiT 4 

=H±M) Rmk^&ytMfe'gkW. (SPECTRAFLUORPLUS. TECAN ttR) &JBVT8!lJ£ 
Lfc 8Efc<fc£*J##&T K:*3 5 iv 7 - iffiHtHKiafr L X ©Ifc^s-CiatF 
^^*fcfc 0 ^{b-a-^ 10 it g/ml 1 v g/ml HH^Tt&tt 5NF-kB EHtfiB. 





N F — (c BSttW$ (%) 


11*1**1 0 m g/nL 


W$)$k&i 1 A* g./mL 


i 


9 5.8 


9 4. 9 


2 


9 8.6 


9.7. 9 


3 


9 8.4 


9 6.1 
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9 7. 5 


9 4. 2 
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9 8. 0 


9 6. 1 
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9 4.4 
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9 3.9 
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1 0 
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1 1 
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1 2 


9 7. 5 


9 5. 5 


1 3 


9 8. 7 
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9 9.4 


9 8.9 
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9 9. 


1 


9 1. 
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9 
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7 
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6 
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SIKS &CO. 
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BIdg., 8-7, Kyobashi 1-chome 
Chuo-ku, Tokyo 104-0031 
Japan 



Date of mailing (day/month/year) 

16 July 2003 (16.07.03) 


IMPORTANT NOTIFICATION 


Applicant's or agent's file reference 

A31325M 


International application No. 

PCT/JP03/07127 



detailed below inwrnduonai oureau nas received the record copy of the international applies 

Name(s) of the applicant(s) and State(s) for which they are applicants: 

INSTITUTE OF MEDICINAL MOLECULAR DESIGN. INC. (for all designated States except 
US) 

MUTO, Susumu et al (for US) 
International filing date : 05 June 2003 (05.06.03) 

: . 06 June 2002 (06.06.02) 

: 27 June 2003 (27.06.03) 

List of designated Offices : 



Priority date(s) claimed 

Date of receipt of the record copy 

by the Internationa! Bureau 



AP :GH,GM,KEXS,MW,MZ,SD,SL,SZ/rZ,UG,ZM,ZW 
EA :AM,AZ,BY,KG,KZ,MD,RU / TJ / TM ' 

EP :AT3E*G,CH,^ 
.OArBF^J^F^G^CM^GA^GN^GW^MUMR^E.SNTDTG 
S*° n *L^ DZ 
EaEE^S^LGB^GaGE^H.GM^R^UJDJLJNJSJP^E.KG^KR^LaL^LR^SXTLULV 



The International Bureau of WIPO 
34. chemin des Colombettes 
1211 Geneva 20. Switzerland " 



Facsimile No. (41-22) 338.90.90 



Authorized officer: 

Kaori FUJINO (Fax 338 9090) 

Telephone No. (41-22)338 8726 



Form PCT/1B/301 (April 2002) 



005750637 



Continuation of Form PCT/IB/301 
NOTIFICATION OF RECEIPT OF RECORD COPY 



PCT/JP03/0712 



Date of mailing (day/month/year) 
16 July 2003(16.07.03) 



IMPORTANT NOTIFICATION 



Applicant's or agent's file reference 

A31325M 



International application No. 

PCT/JP03/07127 



ATTENTION 

The applicant should carefully check the data appearing in this Notification. In case of any discrepancy between these data 
and the indications in the international application, the applicant should immediately inform the International Bureau. 

In addition, the applicant's attention is drawn to the information contained in the Annex, relating to: , 

time limits for entry into the national phase - see updated important information (as of April 2002) 
confirmation of precautionary designations (if applicable) 
requirements regarding priority documents (if applicable) 



A copy of this Notification is being sent to the receiving Office and to the InternationalSearching Authority. 
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From che INTERNATIONAL BUREAU 



WO 03/103656 
PCT/JP03/07127 
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PCT 



NOTICE INFORMING THE APPLICANT OF THE 
COMMUNICATION OF THE INTERNATIONAL 
APPLICATION TO THE DESIGNATED OFFICES 

(PCT Rule 47. 1(c), first sentence) 



Date of mailing (dav/month/\ear) 

'18 December 2003 (18.12.03) 



To: 



SIKS & CO. 

8th Floor, Kyobashi-Nisshoku Bldg., 8-7, Kyobashi 
1-chome 

Chuo-ku, Tokyo 1 04-0031 
JAPON 



Applicant's or agent's file reference 
A31325M 



IMPORTANT NOTICE 



International application No. 
PCT/JP03/07127 



International filing date (dav/montti/year) 

05 June 2003 (05.06.03) 



Priority date (day/mordfi/year) 

06 June 2002 (06.06.02) 



Applicant 



INSTITUTE OF MEDICINAL MOLECULAR DESIGN. INC. et al 



1. Notice is hereby given that the International Bureau has communicated, as provided. in Article 20, the international, application to the j 
following designated Offices on the date indicated above as the date of mailing of this notice: 

AU, AZ, BY, CH, CN, CO, DE, DZ, EP, HU, JP, KG, KR, MO, MK, MZ, RU, TM, US 

In accordance with Rule 47.1(c), third sentence, those Offices will accept the present notice as conclusive evidence that the communication 
of the international application has duly taken place on the date of mailing indicated above and no copy of the international application is 
required to be furnished by the applicant to the designated Office(s). - 

2. The following designated Offices have waived the requirement for such a communication at this time; 

AE, AG, AL, AM, AP, AT, BA, BB, BG, BR, BZ t CA CR, CU, CZ, DK, DM, EA, EC, EE, ES..FI, GB, GD, GE, GH, GM, 
HR, ID, IL, IN, IS, KE, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MG, MN, MW, MX, Nl, NO, NZ, OA, OM, PH, PL, PT, RO, 
SC, SD, SE, SG, SK, SL, TJ, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, ZM, ZW 

The communication will be made to those Offices only upon their request. Furthermore, those Offices do not require the applicant to 
furnish a copy of the international application (Rule 49.l(a-6ir)). 

3., Enclosed with this notice is a copy of the international application as published by the International Bureau on 
.1 8 December 2003 (1 8. 1 2.03) under No. WO 03/1 03656 

4. TIME LIMITS for filing a demand for international preliminary examination and for entry into the national phase 

The applicable time limit for entering the national phase will, subject to what is said in the following paragraph, be 30 MONTHS from 
the priority date, not only in respect of any elected Office if a demand for international preliminary examination is filed before the 
expiration of 19 months from the priority date, but also in respect of any designated Office, in the absence of Sling of such demand, where 
Article 22(1) as modified with effect from 1 April 2002 applies in respect of that designated Office. For further details, see PCT Gazette 
No. 44/2001 of I November 2001, pages 19926, 19932 and .19934, as well as the PCT Newsletter, October and November 2001 and 
February 2002 issues. 

In practice, time limits other than the 30-month time limit will continue to apply, for various periods of time, in respect of certain 
designated or elected Offices. For regular updates on the applicable time limits (20, 21, 30 or 31 months, or other time limit), Office by 
Office, refer to the PCT Gazette, the PCT Newsletter and the PCT Applicant's Guide, Volume O, National Chapters, all available from 
WTPO's Internet site, at htrp-y/www.wipo.in^pct/en/index.htmL 

For filing a demand for international preliminary examination, see the PCT Applicant's Guide, Volume I/A, Chapter IX. Only an 
applicant who is a national or resident of a PCT Contracting State which is bound by Chapter II has the right to file a demand for 
international preliminary examination (at present, all PCT Contracting States are bound by Chapter II). ■ 

It is the applicant's sole responsibility to monitor all these lime limits. 



The International Bureau of WTPO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 



Facsimile No.(41-22) 740.1435 



Authorized officer 
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S1KS & CO. 
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(PCT Rule 61.3) 


Chuo-ku, Tokyo 104-0031 - 
JAPON 


Date of mailing (day/month/year) . 

1 8 December 2003 ( 1 8. 1 2. 03) 


Applicant's or agent's file reference 
A31325M 


IMPORTANT INFORMATION 


International application No. 
PCT/JP03/07127 


International filing date (dav/montlt/vear) 

05 June 2003 (05.06.03) 


Priority date (day/montfj/year) 

06 June 2002 (.06.06.02) 


Applicant 



INSTITUTE .OF MEDICINAL MOLECULAR DESIGN. INC. et al 



1 . The applicant is hereby informed that the International Bureau has, according to Article 3 1 (7), notified each of the following Offices of its election: 

EP: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, H, FR, GB, GR, HU, IE, IT, LU, MC, NL, FT, RO, SE, SI, SK, TR 
National: AU, BG, CA, CN, DE, GB, IL, JP, KR, MN, NI, NO, PL, RO, RU, SK, US 

2. The following Offices have waived the requirement for the notification of their election; the notification will be sent to them by the International Bureau 
only upon their request 

AP: GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW 

EA: AM, AZ, BY, KG, KZ, MD, RU, TJ, TM , , 
OA: BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 

National: AE, AG, AL, AM, AT, AZ, BA, BB, BR, BY, BZ, CH, CO, CR, CU, CZ, DK, DM, DZ, EC, EE, ES FI 
GD, GE, GH, GM, HR, HU. ID, IN, IS, KE, KG, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MW,' 
MX, MZ, NZ, OM, PH, PT, SC, SD, SE, SG, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, ZM, 
ZW - 

3. The applicant is reminded that he must enter the "national phase" before the expiration of 30 mouths from the priority date before each of the Offices 
listed above. This must be done by paying the national fee(s) and furnishing, if prescribed, a translation of the international application (Article 39(1) (a')), 
5^^ cl1 as - w here applicable, by furnishing a translation of any annexes of the international preliminary examination report (Article 36(3) (b) and Rule 

Some offices have fixed time limits expiring later than the above-mentioned time limit. For detailed information about the applicable time limits and the 
acts to be performed upon entry into the national phase before a particular Office, see Volume H of the PCT Applicant's Guide. 

The entry into European regional phase is postponed until 31 months from the priority date for all Stales designated for the purposes of obtaining a 
European patent. ° 



The International Bureau of WTPO 
34, cherain des Colombectes 
12 U Geneva 20, Switzerland 



Facsimile No.(4l-22) 740.14.35 



Authorized officer 



Judith Zahra 



Telephone No.(41-22) 338.9 HI 
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PATENT COOPERATION TREATY 



PCT/JP2003/007127 



From ihe INTERNATIONAL BUREAU 



PCT 



NOTIFICATION OF TRANSMITTAL 
OF COPIES OF TRANSLATION 
OF THE INTERNATIONAL PRELIMINARY 
EXAMINATION REPORT 

(PCT Rule 72.2) 



Dale of mailing (day/montlt/year) 

02 December 2004 (02.12.2004) 



To: 



SIKS & CO. 

8th Floor, Kyobashi-Nisshoku Bldg., 8-7, Kyobashi 
1-chome 

Chuo-ku, Tokyo 104-0031 
JAPON 



Applicant's or agent's Hie reference 
A31325M 



IMPORTANT NOTIFICATION 



International application No. 

PCT/JP2003/007127 



International filing date (da\/montli/\eur) 

05 June 2003 (05.06.2003). 



Applicant 



INSTITUTE OF MEDICINAL MOLECULAR DESIGN. INC. et al 



L Transmittal of the translation to the applicanL 

The International Bureau transmits herewith a copy of the English translation made by the International Bureau of the international 
preliminary examination report established by the International Preliminary Examining Authority. 

2. Transmittal or the copy or the translation to the elected Offices. 

The International Bureau notifies the applicant that copies of thai translation have been transmitted to the following elected Offices 
requiring such translation: 

AZ, CA, CH t CN. CO, EP, GH, KG, KR, MK, M2, RO, RU, TM 

The following elected Offices, having waived the requirement for such a transmittal at this lime, will receive copies of that translation from 
the International Bureau only upon their request: 

AE. AG, AL, AM, AP, AT, AU, BA, BB, BG, BR, BY, B2, CR, CU, CZ, DE, DK, DM, DZ, EA, EC, EE, ES Fl GB GD GE 
GM, HR, HU, ID, IL, IN, IS, JP, KE, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, MG, MN, MW, MX, Nl, NO NZ OA OM ' 
PH, PL, PT, SC, SD, SE, SG, SK, SL, TJ, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW ' ' 

3- Reminder regarding translation into (one oO ihe official language(s) of the elected Officefe). 

The applicant is reminded that, where a translation of the international application must be furnished to an elected Office, that translation 
must contain a translation of any annexes to the international preliminary examination report. 

It is the applicant's responsibility to prepare and furnish such translation directly to each elected Office concerned (Rule 74.1). See 
Volume II of the PCT Applicant's Guide Tor further details. 
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Authorized officer 
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Form PCTAB/333 (July 1996) 
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PATENT COOPERATION TREATY 

PCT 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT 
(PCT Article 36 and Rule 70) 



PCT Application 

PCT/JP2003/QQ7127 




Applicant's or agent's file reference 
A31325M 


SeeNotificationofTransmittaloflnternational Preliminary 
FOR FURTHER ACTION Examination Report (Form PCT/IPEA/416) 


International application No. 

PCT/JP2003/007127 


International filing date {day/month/year) 
05 June 2003 (05.06.2003) 
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1. Basis of the report 



1. With regard to the elements of the international application:* 
[^| the international application as originally filed 

| | the description: 

P a e es , as originally filed 

P a g es : filed with the demand 

Pages , filed with the letter of 

| | the claims: 

P^ , as originally filed 

P a & es ; ; , as amended (together with any statement under Article 19 

P a S es ' . filed with the demand 

pages : : filed with the letter of 

| | the drawings: 

PaS« ; , as originally filed 

pages , filed with the demand 

pages : ! ; , filed with the letter of ; 

I I the sequence listing part of the description: 

pageS — — - , as originally filed 

pages — , filed with the demand 

pages _ , filed with the letter of 

2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is- 

□ the language of a translation furnished for the purposes of international search (under Rule 23.1(b)). 

□ 

the language of publication of the international application (under Rule 48.3(b)). 

the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

(___] contained in the international application in written form. 

□ filed together with the international application in computer readable form. 

□ furnished subsequently to this Authority in written form. 

□ furnished subsequently to this Authority in computer readable form. 

(___] The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

Q The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 

The amendments have resulted in the cancellation of: 
I I the description, pages 



I I the claims, Nos. 

Q the drawings, sheets/fig . 



5 n ThiS report has been esta blished as if (some of) the amendments had not been made, since they have been considered to go 
beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in tfiis report as "originally filed" and are not annexed to this report since thev do not contain amendments (Ride 70.16 
and 70.17). . * . 

** Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 



INTERNATIONAL PRELIMINARY EXAMINATION REPORT 
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III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 



I. The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non obvious), or to be 
industrially applicable have not been examined in respect of: 

the entire international application. 



IA1 claims Nos. 1-a part of 25 

because; 

1 I the said international application, or the said claims Nos. 
I— » relate to the following subject matter which does not req 



require an international preliminary examination (specify): 



^71 the description, claims or drawings (indicate particular elements below) or said claims Nos. 1-25 
are so unclear that no meaningful opinion could be formed (specify): 



The active ingredients of the medicinal compositions described in the inventions of claims 1-25 
include an extremely wide and varied range of compounds, and it is impossible to conduct a complete 
search of them all. On the other hand, only a small portion of the active ingredients of the medicinal 
compositions described in the inventions of claims 1-25 are supported by the Specification in the sense 
of PCT Article 6 and fully disclosed in the Specification in the sense of PCT Article 5. 

Therefore, the descriptions of the inventions of claims 1-25 and the Specification do not satisfy the 
requirement for specificity such that a meaningful international search can be conducted. 

As a result, in this international examination report a search of prior art was conducted for the 
inventions of claims 1-25 within a reasonable scope based on the compounds that are specifically 
disclosed in the Specification, and this international preliminary examination will be conducted 
within the scope of that search. 



the claims, or said claims Nos.*_; , 1-25 are so inadequately supported 

by the description that no meaningful opinion could be formed. 

no international search report has been established for said claims Nos. 1-a part of 25 



2. A meaningful international preliminary examination cannot be carried out due to the failure of the nucleotide and/or amino acid 
sequence listing to comply with the standard provided for in Annex C of the Administrative Instructions: 

| | fc he written form has hot been furnished or does not comply with the standard. 

[ | the computer readable form has not been furnished or does not comply with the standard. 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



I. Statement 

Novelty (N) 

Inventive step (IS) 

Industrial applicability (IA) 



Claims 
Claims 

Claims 
Claims 

Claims 
Claims 



11 



1-10, 12-25 



1-25 



1-25 



YES 
NO 

YES 
NO 

YES 
NO 



2. Citations and explanations 

Document 1) WO 01/12588 Al (Mercian Corp.) February 22, 2001 

Document 2) WO 99/65449 A2 (SMITHKLINE BEECHAM CORPORATION) December 23, 1999 
Document 3) JP 2000- 1 69479 A (Kyowa Hakko Kogyo Co., Ltd.) June 20, 2000 
Document 4) JP 52-1 10835 A (Zaidan Hojin Biseibutsu Kagalcu Kenkyukai) September 17, 1977 
Document 5) Journal of Organic Chemistry, Vol. 37, No. 22, 1972, p. 3427-31 
Document 6) WO 01/00213 Al (MERCK & CO., INC.) January 4, 2001 
Document 7) WO 01/44217 Al (BRISTOL-MYERS SQUIBB CO.) June 21, 2001 
Document 8) GB 2031410 A (PROVESAN S.A.) April 23, 1980 
Document 9) Journal fuer Praktische Chemie (Leipzig), Vol. 25, No. 1-2, 1964, p. 48-55 
Document 10) US 3906023 A (BAYER AKTEENGESELLS CHAFT) September 16, 1975 
Document 1 1) Analytical Biochemistry, Vol. 190, No. 2, 1990, p. 254-258 
Document 12) FR 1481713 A (STECKER INTERNATIONAL S.P.A.) Mayl9, 1967 

Based on the description in document 1, the inventions of claims 1-6, 10, 13-15, 19, 22 and 23 lack 
novelty and an inventive step. Document 1 describes the salicylic acid amide derivative represented by 
formula (2) as a compound that inhibits NF-/cB activation. Thus, the inventions of claims 1-6, 9, 10, 
13-15, 19, 22 and 23 are one and the same as the invention described in document L 

Based on the description in document 3, the inventions of claims 1-5, 13-15 and 19 lack novelty 
and an inventive step. Document 3 describes the salicylic acid amide derivative represented as 
Compound 69 as a compound that inhibits NF-kB activation. Thus, the inventions of claims 1-5, 13-15 
and 19 are one and the same as the invention described in document 1 . 
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VI. Certain documents cited 



International application No. 

PCT/JP03/07127 



1. Certain published documents (Rule 70.10) 



Application No. 
Patent No. 



WO 02/076918 Al 
[EX] 



Publication date 
(day/montli/year) 

03.10.02 



Filing date 
( day/montli/year) 



27.03.02 



Priority date (valid claim) 
(day/month/year) 



27.03.01 



2. Non-written disclosures (Rule 70.9) 

Kind of non-written disclosure 



Date of non-written disclosure 
(day/montJi/year) 



Date of written disclosure 
referring to non-written disclosure 
(day/montli/year) . 
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1 Continuation of Box V: 



Based on the description in document 4, the inventions of claims 1-6, 1 0 13-15 1 9 and 2? lack 
novelty and an inventive step. Document 4 describes compounds represented as Compounds 5 6 and 
1 5 as drugs for the treatment of immune diseases. I 

Based on the description in document 5, the inventions of claims 1-6, 8 10 13-15 19 21 and 2? 
lack novelty and an inventive step. Document 5 describes various salicyhc acid' amide analoL^" 
compounds useful as antiinflammatory drugs, etc. analogues as 

Based on the description in document 6, the inventions of claims 1-6, 9, 13-15 and 19 lack noveltv 

K^^JS^ 6 , d r cnbes the saIicyIic acid amide — it novelty 

Examples 130 147, 148 150 and 15 1 as compounds useful for the treatment of immune diseases. 

Based on the description m document 7, the inventions of claims 1-6, 9, 12-1 5 19 22 and 25 lack- 
novelty and an inventive step. Document 7 describes salicylic acid amide derivatives havbTa ftrate 
group as compounds useful for the treatment of inflammation, etc. g 

Based on me description in document 8, the inventions of claims 1-7 9 10 13-16 19 ?0 and 
ack novelty and an inventive step. Document 8 desenbes l>benzodio^li<ii d^ativt as 
compounds useful for the treatment of inflammation, and these derivatives are one and th™me Is The 
inventive compounds of claims 1-7, 9, 10, 13-16, 19, 20, and 22. 

Based on the description in document 9, the inventions of claims 1-6, 9, 13-15 17 and 19 lack 
aovelty and an mventive step. Document 9 describes salicyhc acid amide derivatives : ta£g a 
morphohne group as compounds useful for the treatment of inflammation, etc., and these derivatives 
are one and the same as the inventive compounds of 1-6 9 13-1 5 17 and i 19 natives 

LfaH^TS! 4 "? T C ° nt ?? descri P tions of NF-'B Nation inhibition, but this examination 
finds that the mventive drugs of this application are used as immunosuppressants and 
a^imflanmiatory dmgs when they are actually used as medicines. Therefore, the applications of the 

W P?7 ^23 n ^ le W *? l deSCribed " d ° CUmentS 4 " 9 - Thus ' *» of dal 1- 

iu, /, iy-23, and 25 are one and the same as those described in documents 4-9 i 

L,t K- kT Kn? d o CnbeS thC Salicyli ° add amide deriv ^ive represented by Formula I as a compound 
that inhibits NF-«B activat.on. Thus, the compounds described in document 1-9 share ^con^n 

\ I adrt^n ^ S H 1Cy l C "? an " de ^ h3S ^^PPressive and antiinflammatory aXS 
Lh TT- SCd ? ^ descn P tions * documents 1-9, this examination finds that these saucvlic 
acid amide .derivatives have immunosuppressive and antiinflammatory actions even whenlev E 
various substituents. Therefore, persons skilled in the art can easily tryto replace Z7^2 
substituents and ring structures of the compounds described in documents 19. VanOUS 

L v B ,k ^ T desCription * document 10, the inventions of claims 15, 19, 20, and 22-24 lack 
nove lty md m tlve step _ Docmiient 10 describes ; amide compound^ and 

BaTedon^ "T" *? M *° bm ° &n ^pounds of claims 15, 19, 20, Z 22^t \ 
Based on the description in document 1 1, the inventions of claims 15, 18, 21 and ?2 lack noveltv 

me same as the inventive compounds of claims 15, 18, 21 and 2? 

Lv! 3 , aSed T description in document 12 > ^e inventions of cfaims 15,16, 19, 20 and 29-24 lack 

tZl 1 ^r* 6 St6p - D ° CUnient 12 describes U-benzodioxanei^dione derivaLs and 
these compounds are one and the same as the inventive compounds of claims 15, 16^20 ^2-24 
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Continuation of International Patent Classification (IPC) 
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